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(54) tnMm&<< > Kn K n a i))\,^/-)\,ffim- 

(57) [gift] (#jE*T) */- (3tttS>-) «BRTA'*/UT5y*, ^€r*1"] 




*«a«*V^H:*: -Y-R 3 <OS£^U r^T% Y 
I4-CO-, -CS-, Xli-S0 2 --e$)*), R 3 J47k 

& 75A*A* % S^ttR 1 * 
R 2 tt^^e> MB* LTV t HUKfto T* 



[fti] 




a* as, estTA^AS, {£&ta*^as, ry 
-as, 77;^;HxtiMSi {Wkomr^/xs 

S, {g^TA^-AS, eiRTA3r=AS, 7!J-yu 
S, 77A3rAS&uqiiii^SW:, t^A^^aS, 

A/<*--rAS, *a*s, r^ys, v-jyi, 

ffii&TA^-AT^yS, v'-ffii&T-A^rAT^yS, t 

~5<@WB^SSr ; frtTV>TtS ; V ,> ) ^V>te5t : -Y- 
R 3 ©S£r^U ^-T% YW:;(7A#=AS, ^:«7A 
#-ASXii;*.A;^AS£*U R 3 tt7kiHJ!5^, ffi; 
iKTA^AS, v^nTA^rAS, v^nTA^rATA 

*as, ry- as, t^a^-as, ffii&TAa^v' 

S, t K7-^S, T^yS, 7y-^75/I, #A 

/^^ASxttigiStgiS a* as, v-^ar 

A3- AS, v'^D7/v^7;i-^i'S < ry— AS, T 
yA^AS&uqgiifRSli^ny^m^, &S£*tT^ 
Tt>J:k*fc Kn*^ 7i7£ #A#=^>AS, # 

a^-y as, ^TymRxfi&mr^^^iy^^=-ju 
si 9 tez>m>bm\-znz> 1 ~4ffl<DB&s&*L-c^ 

/US, U>\<^4 AS&lflSi&TA:? * vofr Atf^AS 

^ta^aSt?* y -xtt *vcv i 

l^) Sr^-T/K J^ttR^R^-JitK&oTffii&TA 

^y^vs (KtesaTAdry^sttT^ ys, *y- 

ffi®7A*A7 5yS, v?-ffij&TA*-AT ^ yS, t 
Kb *">S, # Atf^v'AS.K.U 1 * A*S.fc !) 

j£l/MSR l i R 2 f4^ft?>2S^LTV^^i^ 

t-^ic/ioTffi^s (gtasasttr? ys, t k 

o *$/S, # Atf^v'AS&t^ATfcSJ: •? fc5»a»e> 
U X^lfX'tttfuPixillStK:**!* 

ys, v-ma-iv^^T^/m, t kd+s/i, 

TAa^S, 77*3*->I, #A#3r->AS, ffi® 



TA=i Atf^ASXteffiiSTA^ASSr^l-] -C* 
[ft 2] 




[la] 



ta*as, f&Mc7/v^r=-/vm. ry— as, 77;^ 
as, enyAS, t^t/y^i, ^yt*f-/y^ 
s, f7-/y/vs, ^^yyy/n, fy^AS, fy 
*i?-AS, t+t/y^n, ^-df-y-yy ^-;H, 
-f^yy =as, syyy v>-as, trny^ 
S, ^7i?=M, f7/y^s 

(&®&TA*AS, <£»TA*--Ag % 7y-/H, 
T7A=3rASStm^SS»l, 7jAJtf*->AS, #A/< 

;h,5 i~5fflcDB&SiHru-0^-c>{>&^) , ^vMi 

5$ : -Y-R 31 <Z>S£^U rrT'Yfi^Ajtf^AS, 

m-. »7;v*/n t ry-AS «mhrta*a- 

S, TJ-^S^nyySf, fltK&*vrvvCt>J:v* 
t Kb * i^S, T 5 7 S&tf* A#* v/;H J; 9 ft 3S¥ 

a»ba«at5i~4fi©«jftasr^rLrv>rt>fiv^) , 

75/S, t K^^/S, Ty-AT^/S, fiftTA' 
= I ^-v'S, *;^t/f^S, fnyAS, t*t/y;v 

s, -fy^-^-y-yy/vs, ^ryy^s, -<s*vyA 
s, fy^AS, f y 5 v^as, **-y-y*y =aS, 
2h*-y-y y >>=.as, -y ^ *v y =as, ^ $ *v y ^ 

-AS, fny^S, f^y^AS, ^Tv>— A 
!Xlif7-/y >^vS^*t*\ Sv^R'^R^Ii 
Hftfcfco T# A#*->AS£# LT l^T t i^iSRT 
A^y^^SSr^f^, SVNfiR^tR 21 ^^?,^ 

■SLx^^zmmm^k-mcft-oxvu y ^=as, 
?yyyv?=AS, -f ?^yy=AS, ^yv'yix 

ttf-i7v?=AS (riibcSffStt, t Kb^S 

"Cft^ S iXT h X VMftftT A^r AS 5:* W»± (C^ 
[ft 3] 




-2- 



Ut4] 




}H_ oh 

g£^U R 8 fctt Kn^SXttT:- ySfc^U X 
1X11 2 1 OXIil l&t-^L-T*3 9, 

!4Sai*«IfcflF*L5 5«. 
lit 5] 




[lb] 



r^rta^) , 7 9-/H, r?**** (fry- 

f-T/y/v-S, t°ny^/ws> f^<7^=^ 
j&V>f*£: -Y-R 32 ©g?r^U C^T?, Ytt* 

T^^/wSR^ry-^tt^n^i/jg^-, ffii^jxt 
±9****»e>aHax5 i~4fio«ftasr^rurv^-c 

^ y 5; i^Ag, $ *v y ^Agxra: tra y &=.jum 

-fcLTYa^Atf^Agroirtti, R 32 li{£j& 
TA*Ag3U±T y j£^ttR 12 <fc R 22 
teHti^oT^Atf^Ag&WI-SfSi&TA* y 9* 
^fi^'TtK ^ttR 12 ,!: R 22 fi*;ix LTi^ 
3&SlfJS(^iHfcfc4oTtfn y^Ag, f-;y^/ 
gXttbV<?S?=.A-S (rixb«)am^S«t Ko^-> 



[91**4] 
Ut:6] 




[n] 



A*Ag£,^U X\ X 2 S.^G14»*«llB«(DSft 
Ut8] 



H Z N - N: 



R 23 



[IV] 



rA*Ag, jerta^a*, te»7A*=.Ag, r 
y-Ag, r^A'^/v-axttflBsaui (&<s&ta*a 
g. flEKT^-jr^s. <£i&TA=*-=Ag. ry— a 

g. T7A*Ag.&uqiiiig|gti:, #A#*S/Ag, * 

A/^-YAg, *A*g, 7$;s, ->7vg, 

ffiR7^7 5yS, ^-<SftTA*AT5 t 
K n * ->g&tf^ n y >Jg^- J; 9 4 3 »*» 6 »tfil 5 1 
~5<@cDBmSSr*'L-T^Ttj^^) , S^fiiS : -Y 
-R a ©g«r*U r.r-eYI4*^#-yuS, *f-**;v 
*=^SXI4^**=A«^L, R 3 fi**§f«^ ffi 
&TAdrAg % ->^nTA*Ag, nTAdf ATA 
*Ag, 7 9-/^ T5A=*Ag, <&ffl7fls^-**s 

g, t K7^s, T5/s, td-ats/s, #a 

/<^AgXHt«**g (&<6«TA*Ag x -^B7 

A*Ag x •>^b7*wma'S, Ty— Ag, t 

rfciv^t Kn*^g, 7?yS, #A2K*~>Ag, * 
A/<*^ Ag, >T J &&TfflMTfi>=> A#=.A 
g± 9 4S**»5>a«*t5 1 ~4<@(0©&g£;|rL.T^ 
Tt>&<. ^LT^T^/g&tK^A^E-t'AgteSfc 
(C/Mayvj®^. t Kc*->S> 75;l> #A#*-> 
Ag, A;w^^/i/Mi)H!T/W3 * is % a#— Ag 



-3- 



x 9 %zmfrbmtitiz>m-?m.&istix^x t&vHKA 

ffrttK J8.\,mR 13 kR 23 lZZ1%(b&i£&LX^Zmm 

^<D*©^flSa^g£ftfcl&gft£gJS$-fr, L 
Ut 9) 




[Ic] 



G 



Wt« R>\ R 2 \ X\ X 2 2WGttmTfa<D:§c*£W 
X$zt5ixZ>lt&V}*$imU j£^ttR 13 £.tfR 23 
^TKSlKT-^l-S^wiffiS; [I c] ©{t-g-fextt* 

[fbi o] 

\ R 23 

*yP5/Ht 7A-=*/Hbx T/W-Jr=/Ht; s Tz^r- 
[ftll] 

J; 0 tt lb ^tfftS 1 ~ 4 <@©g&a 

it^x\ti<Dtmmimm £ ^fc^sft t *g^$ 

u SvM*R 13 &tf/;mR 23 as-aig^££t?#£co 
±fES; [i c] (Dfc&Voxmk&Vo [i c] Hfc-a-fe 
tV] tco^|cJ:9S!|ig$ti5^^v>J4^ixe)W 

LT&glcjStT, #p>*t,S;S [I] ©fc-&te£SiIg^ 
WJCfF^ L ? ^mic^^s r t *>e> ft 5«*S 1 E«w 

-irs; [ i ] <Dik&%ox.v*:(D§m¥#)\m® vozm. 



litl 2] 




fro 

Hfcl 3] 



Y 




/Mf/u««r*U X 1 , X 2 2UK5tt»#^llE^©Ii!* 

fc^3lft S r b 1 1"3 M*« 5 IS 

«©-$5t [ill] o-fk-a^ioSSigfe, 
[!»#«7] »**lB«0-»« [I] ©fc£*Xtt 

[0001] 

imm±e>mm#m »HttK*©$»-e#jB-e* 

[0 0 0 2] 

[14 709 *tf ¥£fe£B«. 12~15I (198 
8¥) #flR] . 

[0003] rco«j;5ftttaT, *»*©»»k:*v^t 

[0004] roipftm^tcs^ *^K#e>«:Z£:< 
*£*ft»*fc«r** vit&m. immm& 

ZG-rZ&Wiit&yiBE- 1 3 7 9 3C (1 2, 13 
-i?t Kn-l, H-i?kKu^-5H-'f>'HD 
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[2, 3-a] fnn [3, 4-c] */\>/<)/— /U- 
5, 7 (6H) SrjLfflU gfl^Lfc 

i¥3-2027 7 ^mRXf-f • 'y^—T)V • • 
T>^f^-x^^^ (J. Antibiotics)$ 
4 4f, 723-7281 (1 9 9 1^) . 

[0 0 0 5] Z<D& S BE-1 3 7 9 3CWk»^ 

'/-A^S-&*Sr«JiL, M^Lfc WO 9 1 

/l 8 0 0 3#ffi0 . 
[0 0 0 6] 

m W09 1/1 8 0 0 3) iCjSVTBB^Lfc'f VKn 
[0 0 0 7] 

4***HWS £ * B -f^Kntfnn* /w< 
fc*t«, TfE-j&iS; [i] -rtmisti&-#<olb& 

[0 0 0 8] a»<LT, *38Wtt, 

[0 0 0 9] 

«tl4] 




G 



At***, 1&&Tfr ffi«T^*=/Hi, TU 

S. T5**A*Jttfl**«*HU # ADVA'S. * 
A-A*/f^S, T$/Sx i^T/S, *y- 

~5<l<De&S£ ; frl,TV'>-Ct>&W i£^li5S;:-Y- 

WiTjV*/V^ ^^nT/l'dr/uS, -y? n T/l^A-TA' 
7!)- A-g, Ty/i^A-g, i&mr Wsdf-> 

g. t K?sVg, 7?ys, ry-vwr^yg, 



/w=*Ag, ->?n7;u*/i'7/i'*;i'S> ry-Ag, T 
^/i^/wg&U^ifi^gtt^nyvjl^ fftflteft-CV 
Tti^fc Kn=*-yg, 7 5/S, jbyHK^S'A'g, # 

g£ «9 44»A»e>afi*tS 1 ~4«©B«S*WUTV^ 

tear /w^r/Hf* / -xte~y-g&£ JxT v^Tt> J; 
V>) £/tH-*\ j£VM2R 1 iR 2 te-&l£fcoT{6i&TA' 
*!)f>I (^ST^yx^SliTS/S, 
filiRT/l'dr/WT' 5 /g, 5?-iiR7/VW?/i, t 
Kn df-yg, # A-#3-yAg£.tf *A-#g£ y ft 5Sfc&» 
?>3llin5 l~4<@^B^SSrWLTVTt,Sv^ Sr^ 

fc-*fc*oT**ai* (S^SigfiXS/g, tK 
ndf ^>S, tfA'tf^y Ag£.tf*A"*gJ; y ft5»^b 

©S±l£:tLT^-Ct>&^) £J£f£U GttSftlffgX 
tt*IS«g£^ L> X x RXfX 2 m *t«iMUfclC**« 

^-fiaT/wdr/wT5/s, tKo^s, tea 

T/Wadrv'S, 7 7^=*->I, {£a 

7/U3 -y# A^-A'gXfcMEaTA^/ug&^-f-] T-Sc 
[ooio] *w»«K*sv^rfflv>5 r^aj ft£i§ 
[ooii] rfsar/^/wgj ^sttsc i ~ 6 m<o 

g, ^Ag, 7"n^S, -ry^ntVwS, y?vu 
g> <i yy?vUg v sec -y^A-g, t e r t --ff- 

[0012] mmr*?-/^} r±, 3 ~ 6 e 

Oit|lttXH:»tttt©TA'^^*«rfi*U» fluffy* 
n^i^/PS, 2 -yr=;PSx 3 -y-r-A-g, 3— < 
VT-/H, 4 .*-fc=A<S«tf*tf P>H5. 

[0013] \mcT/^~>vm\ \t. 3 ~ 6 a 

Wx.«ynf=/wg, 2-y*^-/ws, 3-y^/v 
3 — iyf^/wg, 4 -^*-y=yw«^^»f 

[0014] r n T/u^/wSj li, 3 ~ 6 
[0015] fi^if ur^/^i&mr^^m} y 



-5- 



*U fllx.tfiX^pyn tV^^a, i^ny^vW 

A'S, 1 - o f /V-zcfvwa, 2 - */9 n :/n fc" 
/Ui^vi'S, 1 - >^ n yfyVoL^vi^a, 
fyloi^VWa^ 1 -v'^D'<>'^W3if->'V-S, 2— 
n^fywoi^yl'g, 1 -v'^n^^rv'/Vai^/PS, 3 
-->;7 u^V/Vzfxi t'/WS, 3 - o^yf^o 

^vwy^AS^tf^lf £>*K (EV^BT^+A'TA'^ 

[0016] rr y -/wj m-am^xft^mtthz 

Kn-t7^/WS«(D^*»6~l 2i@<7>7y-/wa&* 

[0017] rr r y -*a&tfl6« 

r^/wssR^*ji^*v±i2<Dit***i-5T y -a- 

aTJt*£ftfc<£»T/V*/va£It3feU tflx-tf^^ 
7:c$?vvS» 71=^13^1, 7i=;i'7' 
?vwa, 7i=/^yf/i'i > ^vwa, -fy 

ff-5 it 

[0018] r%«saj fi % mus^ wmsittxr 

SBWiFF i 5 ft S**»&»tf!h.5 1 - 4j@©^7 nff 

/va, ^y^a, ^^a, ^■y-yy/i-s, -ry^- 
*?-yyAa. ^ryy^a, ^yfr/y/n, 
yyy/wa, t^yy/va, ^-y-^T^y/wSs 
^ryy^a, hy-T-yp/v*, xhyyy/wa, 77 
if^s, t°y^s, try^^^a. e y 5 i?— >»v 
a, fcT55?=^ h y rv-/i>mm<D%mmm%m 

m-.Mz-tZ'Jt Kb^-ma*, 7h7t Knfi^ 

a, fp y =>^a, trn y s?=*a % -r $ *v y s^/u 
a, -i" s^yy-^a, f^y^=./vs. tf^7^u 
a, twysAA *^ft'/y s?=a-s, -rv^-dr 
•y-y y -fr& s 4 y **-y-y y v>=/pa. fr-y y =vu 
a, ^Tyy^-^s, -ry^ryy=/v-«, -ry^r 
yys^va* 1, 2-^^-7=./^ 1, 3-v^ 
*7=Aa, 1, 2-^^-y/ps, 1, 3-v^xi-y 

A* $?fc Kn^^-f 7h7t Kn^t°7 
=A-a, 1, 4-v 5 ^T^7WS, 1, 4 

a, 1, 4-^-y-^-r-zws, ^-^yv* y 

[0019] r*;-fii7A'*yi'75/3Sj iU 

^^7571, — *->^ 7 $ y £#|^H- -5 r i 
Mx.tZ. v'y-fvwTsya, if^w?/ 



nfA-TSya, 7Wf;V7i7l, ^7*f^7 5 
/S, y^vi-^fvWTSya. ^f;^yf/V7?y 
— ^vvM^A-TSya. xfy^^r->/U7 5 /S 

[0020] rr y-/w7 5 ysj tt, 7^-^7 5 y 
a. yy^A-Ti- ya^co, ±fBws*^i-S7y- 
»&x-m&2titc7 $ va***i-.5. 

[0021] r/snyygfj \atyym^. 

[0022] itemr**])?^} tLXtt. Mz.i£ 
I'VE xfyfyi, ynfy^va, -ryyn 
ey^a. y^y^a, -Yyy^y^a. sec 
-y^y f^a, ^o-?- y f^a, -fv^yf yfy 
So ^yfjfyi, ^vy^vs^o^isi 
~ 6 mo&m&xit&mtoT/i'* y xya#P»f e>ft 
a. 

[0 0 2 3] rffijRTVWa^Sj li, fi^T^^SB 

#as«ne©aBic«rWt-5 ({B&ta-^a) -o-st-fc 
5, ^x.«y h*->a, ^h*fa, yntf+^a, -r 

yyn^^v-S, 7V*is&. 4Vyh*~>m. sec 
-/h^fi/S, t e r t-yhdrv'S, ^^h=*-~:^ 

-fyjyh^l, **^vF*flk ^*y*s/a* 

[00 24] r^jRT/W^/V^-^ v'* Arff-Agj fl, 
^S, -fyyntVW^-df-V^/^s.yua, -f^-A'***/ 
[00 25] rr t±, 7 y — A'XlMfiR 

S, a— 7-7^/M h^ys, u— tyf-As* h*iS 
yy?yw3i h^v^ f h7t K»-^7^vj« 

[0 0 2 6] rftfllSiirv^-Ctiv^t Kn^^Sj 

y^ y yvs^©^^* 2-6 moT^n / -r^s : 
'<>'y^/vacD$D#7n'i'/wa ; ^v^/va. 4 -y h 

dr~>'<>v7ywa#<Oltlfe'{> L< I4*M^»T7/1'^/W 
a ; 7-fe h= K©«t 5ftT**-A'tr*jjW 5a*^# 

[0 0 2 7] T5^»aj S.^ T6^«aj tt, 
»aw*^a^, *3fif^ ffi^T/P^/ua. fi»7/V 

a^e>ft5^f>s«ixs^-x«sft5 i~3e©a 
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y s 2— rtf^rf 7Vw=i— 7. 4 -O-y — 

[0 0 2 8] *HM^i»)Stt$H5WI2S: [I] ©fls 
TIES; 

[0 0 2 9] 
[flSl 5] 



[0 0 3 0] 
[ftl 6] 




[la] 



R 11 &WR 21 l4-tix j e*UttStt!:**JS^, <SM 
T/^^m. &M7 7!) — /US, 75A"¥ 

& *t*sva*s ■J^ysv^m, trusts, t°y 
5i?=/n;, ***yy=A«, *^yy^=/vs> 
W ? yy y -f $ y y y J>sAi, tru y 
s, f^^y^vg, ^t-^/ws, ^-ryy^/ws 
mmrtv^m. wkt ry-^s, 

*L5 1~5fl©flHfeSSrWL-CV^rtAv^) , SfcVM* 
5t: -Y-R 31 ©S£^U C ^-CYii*/^-/wS % 

ry-/>si4^ny>-ii^, t&g$*vcwrt>,fc^ 

t Kn*i/S, 7S7g&U 5 ;*/w#*i'A'SJ:9ft-5P 
a»f>Sfi*t3 1~4 LT^-Ct,&l^) . 

<<y**wi}A>m* f-ryy/ws, -YsyyyA- 
S, trying, try **f-yy=^*» 
s>=a^ -Tsyyy^A-s, -fsyyy^ 

sxrtf-ryy s?=/n;sr*i-A», ^teR^tR 21 !* 

-«ffc*oT*/v^*^wS*^r LT^T t J: vM£i»7 
/w^yx>-SS:^1-dN ^VMiR^tR 21 !*^?)^ 
^•LTV^-S^iS^ir-^il^oT^ny^/vS. 

$yyy^=;ws, -<syyy =^». v^w/mx 




[003 1] 
Hbl 7] 




-)H_ OH 

^■->Sxii77^^i/S^it] 

[0 0 3 2] £f>fc»*5efl:£*B:, T1B5£ 
[0 0 3 3] 
[flSl 8] 




[lb] 



=/wSx f-ryy/wa, fny^/ws, t^^-A- 

U Y^^/wjK=/pSX(4^^-*/p^=/wS© t f tt» 
<fc9£5i*;ii>kgtfft51~4fi©g&S£*rL.-C^T 
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(Sift T/l' */W<^/V'S, tfD^S, 

^LTYtf^Jl^A'S© R 32 fcM6i» 
7;^;HXIt7 y -*m*7Fi-1>\ m^^R 12 k R 22 

vm^fr^t^ ^VMiR l2 tR 22 tt-?:tvP>^^LT^ 

T^Tti^) SrflMU G\ X 11 S.U 5 x 21 ttMIES; 
[la] <C*5V^IE«Ufcac***-r5] -C*$tv5t 

[0 0 3 4] G 1 ^ 
[0 0 3 5] 
Utl 9] 



OR 7 



OH 
OH 



tfS#*L<> X 11 M*X 2 M4^}V&fW>'Knfc» 
nn#/w^/-/l^£Dlfi£.tfl l&^-g-Lfct Kn 

[0036] *%w<D<t$m*, nm^mmrn u 5 s 

ttu K8H4SI4, MZti* y ?-Mfi, -thy *-Mtfti? 

©7;^ y-^JR^ ; if;P7 $ 7/l'3 s =>16fc£ 

[0 0 3 7] *|8KOS; [ I ] Offrfrfctt, - 

[0 0 3 8] 
[fc2 0] 




[n] 



XI4 
[0 0 3 9] 
[ft2l] 




^ |ivm [in] 

[0 0 4 0] 
Ut2 2] 



H 2 N - N: 



pi 3 

[IV] 

R 23 



Kt, R 13 S.0R 23 li^ix^$6&lc*^IS^-, (Eft 

7/V-*/Wg, fiHTA'^sAji, *6ift7/W*=A'S > T 

{SftT/^=^S, <£jft7A-*-A-S, 7!)-;V 

/w<^/vg % */w*g, 7S/g, ->7yS, 
ia7/^/w7?yS, ^-fiftT/Wdryl'T^yS, t 
K a * ->S£.rj^ n y VW=f- i 9 ft 5 mfrb mt&l 5 1 
~5<B©Stfcg£*rL-0*T<i>&V>) , gcVM±3;:-Y 
-R 3 cDg£*U rrrY l*;*/n}?=/wg, l-fr-bAs 

jft7A-:*-Ag, n 7^=* Ag, i/^B7A'^7A' 
^g* 7!J- Ag, 77;^/vS> fiftT^3#'> 
g, tK7^S> 75/g, ry-/UT5/S, */w 

/wdt-A-g, •>?n7;i'*;V7/u^M > 7y— /vg, 7 

-Cbit^fc Kn=*->g, 7S/g, ^A^i/Ag, * 
/W<*j Ag x ->T / SSt/ffiiftT/W^ t^sX/ViS-tV 

T<b&<, *LTSrr$/g&tf#,w<^/Wgte£ib 
iCAnyyf^, fcKn*i/g, 7S/g, ^A-stf^ 
Ag, # Av<^ Ag&u^Sj^A-a A-tf-Ag 
«fc 9 *5*a»&«*ft5S^B**ftT^Tt>AvMfiR 
7/v*/wST? ; E-/-XI4^-S^$ti-Tv^rt,iv^ -St 
Sv^R l3 t R 23 te*;h,f>aSiig^L-0^g5it 

t Kndp-S/g, #A-#*^Ag&tf*A'*g<k*)fc5t* 
a>ibgtfft 5 S-CSIfe $ *tT h & V ^ffiift T A-* ;l>m 

5] •C**n5^feX(4R 13 2i.rjtR 23 iSWI6S5r^tf 

«^ 
[004 1] 
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Hfc2 3] 




[Ic] 



Kt. R 13 » R 2 \ X\ X^t/GliBfrlSOit*?:^ 
T-*^tb5^%-Sr§2jtU i£^ttR 13 &tfR 23 

[0 0 4 2] 
Ht2 4] 



£ % sM'S/Wk T/i^/Wb, T/w-^=/Hb> 7W*- 
/WfcU Ty^/WL 13 A"** 4 ML fXX/w^sf 
Mk, T>v% j 4 MkXtix/>*-Mt-rZ>i>\ j£v>te 

[0 0 4 3] 
[<t2 5] 

su^i^si "9 t£zmfrt>miftiz i ~4<@<d»&s 

U *^l4R 13 S.U 5 /X«R 23 ^-«^^tf#-a-0 

±es [i c ] ©te£»xmfr£* [i c] Ht-a-fe 

[v] tw^}c«tt)fijg$ix5ft-g-^v^^np>(0 
LT^tc^CT, ftbiltt [I] cD^-g^S^ 
[0 0 4 4] T/\s*Mt. TA-^r-Mt. T>v 

itomn. -$6>#. [i] (D^mit^m 

nwm<D o *>R i xu f R 2 ^iia-tss^s^A^n.5 

[0 0 4 5] 5£ [ I I ] XI* C I I I ] (0\ki*m ($1 

t. -gm&iimmztitcmmwz^&^-rz) [i 
v] <n\k^m (sir. ^<Dizm&&&m£titcmmft* 



[oo46] s [i i] xii [i 1 1] (Dik&mcm- 
s [iv] <oit&9a<Dtiimm\*mcmm£tizh<D-?\z 

fcto^sitms^ ii^ * [i i] x» 

[ill] <o\k^m l ^e/ufefc 9 :£ [iv] (D\k^^ 
>pt£< bi> 1*/K #*L< fil~l 0^K #JC3~ 

[iv] o^-g-^^Si&iag^*j^r^T*S>5^Jc: 

mk&®*-xm&. «six.«s: [iiD x» ci i 

i ] <Dik-&y>) l ^frhtc 9 l o ~ 4 o ^/KoSiJ-g-r-fflv^ 

[0047] &&irz>tm&t)m&&mz 

ftTV^rt^fcSfiiEa; [I c] 
[0 0 4 8] d>< UT#f>H5R 13 St;R 23 !»S7K^lS^ 

£*-r»£tf>3£ [i c] (Dik&miutzv'gmmm&m 
ztitt®mft oar, [ i c - 1 ] coik^mm-r 

5) fi, *A'5A'fls, 77w3-/Wt;, T^'r-Mk, T/v 

*-ML T7^Mt, l3/V/<^y( Mk> ?-*13jw< 

Mk, Tfrii j 4 MkX\%*>^*-Mk-tZ> 

i *> , r 13 &o j r 23 o^^< t h-xtffcmm+v.n-o 

[I c] ^-a-fe^rSSlitl-Srir^-etSo 
[0049] S [I c-i] <oik^o^%Mk\t. 
r s. ;m<D*ju*MkK#\<^xmi$im^btiz>jj&-efi 
5:tm, m%.\i*&. */wat$k. 

[0050]S[Ic-l] ofb-a^i b =¥K, */UA7 
5 K, i?^f/^A7S K^tORJt&tt, It*5 3 0 

SJsS^fFfll*, ii«-3 0^~2 BIBJtf>*&fflF>3T?*>3 0 

[005 1] =¥KiSE*S7k4fe<o®^«rfflv>5*/V'5/v 

-efT5Ctt-c#, SJS^Wfiifi^ l o^~5 

[0052] S [I c-1] (K>{k^m<DT/^Mk. T 

/Vr-Mk. T^^Mkms-Tv^MUi.. 
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[0053]S[Ic-l] wfc^cD^w^-f/Wt 
[0054]St [Ic-1] ©•fb-g-^coTyv* s^Mk 

#-e#s. sfciagi*, i&-5t;#^ugi£c>» 

tvWT©a*-C*ff 5 r 1 1 -et So 
[0 0 5 5] ^nyv^sot^Tk^tt, ilUt, 

[ I c - 1 ] <Wt&®>\C*t LT, />iiPJtt-g-t?«ffl £ft 
S#, !&glOSCT, rtv»TXI4rn^±coi:Srfflv> 

•fSii^T^So 
[0056|S[Ic-l] Oft&mOXfrib-Mk 
ft, 5£ [I c-1] (D^-g-felcffi^-fSWm^^vK 

#&TXtt##&TKKJS;£it:S rt^itJff^-t^ 

-cts. iti-i o < c~^5 otcofs 

Hi*i-?7t#-efcsas, &mc&cx, rM±xiirn 

3 0#~3 0ffii:-rsri:^t?tSo 

[0057] sfc, s [i c-i] oik-g-fetHfrias; 
[v] <oi\&® (^<Dib&mcftz<D-gm&&&mi!iv 
tz®m#*h&f;-tz>i><Dk-t5>) t<Dm&&ifcft. ^ 

5 oicoSfifflrtrosfi-etT5 r t asx-# S. SJtS^fi 
ii^3 o#~2 PF B ^®Bx&sa s &gKJ&CTr;h,£<(. 
±xttrtv«Tro^ t-rs r. t t>-c*t s. 

[00 58]it[Ic-l] Oft^C»t5S [V] 

<Dit£®w®.mmftt&mzMmztiz hveftft^AK 



S [v] (Dik&mi. [i c-i] <r>\K§m\ 

^/^htc *) 1 ~ 5 0 »fc 3 ~ 1 0 ^/KOfiJ^-r-^ 

[0 0 5 9] -ki2££:|c±»)#P>ftSt K7^Wt^ 

OS: [I] ^^^asit-t-sr tas-c-tSo 
[0 0 6 0] £i±ie^fc*ffilC*3V^T. iS^k-g-fel'o 

[00 6 1] £fc, -hfESJSKJ: 9£j£-f Sfl^feWlg. 

>fy y 4 -*${c X <0 n 0 w i: tUV t S„ 
[006 2] ^Lfc*jfe^*5V>TtH^«^i: LT&ffl 

SftsnfriEss: cii] o-fb^«, ^nifriEftj^fe 

[^•Y— ?vw • • if • y-S.X/i' • y^r^f • 
df-yyy- V^T^fa (J. Chem. So 
c. Perkin Transactions) I, p 
2475~2480 (1990) le: <fc « K jg $ tl 

[0 0 6 3] 
[ft2 6] 




So 

[0064] ±ES [V I ] ^k^Xtt^OflgS^ 

' yy-zLyj (J. Am. Chem. So 
c. ) , 6 0#, 25 591 (193 8^) #fig] (-«t 

ot~iioot, »*L.<«ifi>j8 o'crom^-c. s 

[v i ] toik&to**mmimmztiit58mxft6m 

«W)RJ6tt«»#, 0Hxffl-^ti*-2, 3, 4, 6 

[0 0 6 5] S [I I] (Dit&mZ. Wlifc 

LfcPCTiMWO/9 1/1 8 0 0 3I-|5«0* 

j£ld± 9 §S£t-S S. 
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[0066] Still] <oik&&\* y ±m<Diia 
< Lxmbtiz*. [in <Dit&®x&z<D-gmm&& 

[0 0 6 7] ±mm&t LTIS, !> -7Atf>*jg 

tOMLTfi 1 ? rife 

[0 0 6 8] &Kla&tT. £j&^!&tt:<P?n#^L$ 



[00 7 1] 



(1) i o 6 <@(03iSiaifia?rKErticgab 

[00 72] (2) «5©S«^, 1 BBfrbl 

o b a i ii«*-£*&«H£rtfcS-*Lfc. 

[0 0 7 3] (3) MST : ¥*S£#0$: 

(4) T/C (%) : (mmm<DMST/Mmm<DMs 

T) X 1 0 0 

(5) mm : T/CS= 1 2 5W^a-(C, t^fb-g-fett* 

(2) -v>>^ajiHB*BK:«+5*«ia»fiH!fe 



»Sr*rf6r!:*s-e#. r^lciU* [III] <D{t& 
[0 0 6 9] jggRH 

**wtj:9«ttsn5a; [i] ©fls^fcn. wt»* 

(1) -7?;*ffi& (P3 8 8) l^-rSte*^)* 
-^!7*tt& (P 3 8 8) KJH-4**Wft^*0|&aa6 
S£fgl3t£.tfSg23HC*1- 0 

[0 0 7 0] 

[*1] 



3X 1 0 3 <@(OTl>^6jil^ja (P3 8 
8) £^tf«g*ffli#S!S (1 (m^IMtlMIHMr-R 
PMI-1640«i) 1 0 0 u 1 £9 6^©-vC^n 
T'U-HlMU 5%C0 2 TT?3 7 < Cli*3V^2 4 
f$Pfl&*LfcgL {Rttfc4**4trtttfcttl 0 m 1 SriD 
X> 5%C0 2 T-C$e>{il3 7t;iC*JV^T2 41$Pfljg* 
Lfc„ t&mmzo. 5%f7/^;^i-l 0 <i 1 £Jn 
X., 5%C0 2 fC3 7 c CK:*5V^T2B#Pf8l'>'^'<— 

hy^A (SDS) SrJnxT. SJSfcfflLU £P>U:3 



Xffitil 2 ©{fc^J© P388 fc*f-f S&m 




(mg/kg/£M) 


MST <3 > (B) 


i / \^ \70) 




0 


12.3 ± 1.06 


100 




1 


15.8 + 0.84 


128 


P388 


3 


17.8 ± 1.92 


145 


10 


> 26.4 ± 18.82 


>245 




30 


> 42.2 ± 24.38 


>343 




100 


> 47.2 ± 18.90 


>384 












HKlfll 5 ©<t£*K© P388 iCStT *Jft* 






(mg/kg/&£t) 


MST (8) (0) 


T/C (%) <4) 




0 


12.3 ± 0.95 


100 




1 


16.8 ± 0.84 


137 


P388 


3 


17.8 ± 1.92 


145 


10 


> 26.2 ± 10.18 


>213 




30 


> 23.4 ± 9.74 


> 190 




100 


> 36.4 ±8.05 


>296 
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****PUifK 5 5 0nmlC*>ft5K3t«S:aiJSLT [0 0 7 4] 

S$3lSi 

v^xajfli^wP388{^-rsit5iiflsgtt 



50%|fi»K (ICao, //M) 



4 ©4b£$i 

5 (Dlt&fy} 

6 <D4t&®) 

7 ©ft&fj 

«fll8 0fl:&^ 

HS£0|lO©>ft£ig> 

mnm2i<D4t&® 
mmm2Q<?)4t&® 



< 0.030 
0.29 
0.065 
0.096 
0.28 
0.059 
0.091 
0.30 
0.028 
0.46 

< 0.026 
0.042 
0.22 

< 0.027 
0.31 
0.044 
0.11 

< 0.025 
0.001 
0.048 
0.027 

< 0.029 
0.005 
0.003 
0.011 
0.11 
0.019 
0.17 
0.002 
0.095 



[0075] *w&<»\t%m*fflmmt lx&rtz 



[0 0 7 6] @#<D$g#Jfi N 

jw, mtmx. t Lrmm-r a r. 1 1> -e 1 5 
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y ^i*;l/i">A«L<^f 7!) 

5?A'TA' = -/>4©7;v => — /Mg, tfl x. ff ?vHr n 

t/i/D-^iflc, *r©fi, ^/v*, life 

[0077] rttc©ffi?pj, ^y-t^j, pfaaj&im 

*«©H«^tt-*!ttfcH;0 . 1-10 0fifi%, # 

* l<H5~i o oa*%<7?^^^tfr i#T?* 

So 

[0 0 7 8] 7k, T/w=J-yHSX«^lx.li 

[0079] mz, ipftpttKtsftrtait. sw&m 
a, witaaaMifw*, mm k*w («5« 

[0 0 8 0] rjieojatattWtfct)©* 

1-*»«K>fc9#*. mf>©aw«i4, a^o. i~ 
i o t < it i - 5 a*%<7>*#»fc££^if 

[oo8i] *fc, mn®$m<DBmu ^ v -?mm 

OttMtt. »*» 0. 5~1 0«*%©*8W««r£tf 
[0 0 8 2] *S9]0fcS*0&£ U ttJS 

iK LT, m*.l£. 1 0 S 9 £>j£A 1 AS 

Oro^ftlt, &ng;-5-tf>#£\ 10^L5 00mg 

tt«*rtsat©»£\ la^oio^^ioomg© 

sublet osfcsas, i b iia^L5ia-c*«. 
*fc, pubs-*, Bi*B«**£©iM^*«f 



[0 0 8 3] 

[0 0 8 4] 
[ft2 7] 




: 1 2, 13-i^tKo-l, 11- 
•7tKn#->-13- (^-D-^af?/-^) - 
5H-W^Kn [2, 3-a] fan [3, 4-c] * 
>W<9— /W-5, 7 (6H) -5?^3. 4g£l0% 
TKKft* y 9 AtK^ 12 0ml Kjgfl? U SfflfcT 2 
I^PflJf # Lfc. SJ^fRt- 2 12 0ml 5riPx.T«f 

r. t ic i 9 „ ss^b-g-fe 3 . o g £#fc. 

[008 5] FAB-MS (m/z) : 520 
(M) + , 52 1 (M + H) + 

1 H-NMR (400MHz, DMSO-d 6 ) , 8 
(ppm) :3. 42 (1H, m), 3. 56-3. 7 

0 (2H, m) , 3. 7 6 (1H, m) , 3. 9 5 — 

4. 10 (2H, m), 4. 95 (1H, d, J = 4. 
6Hz) , 5. 24 (1H, d, J = 5. 4Hz) , 

5. 32 (1H, dd, J=4. 9, 5. 1Hz) , 
7. 06 (2H, dd, J=7. 6, 7. 8Hz) , 
7. 09 (1H, d, J=8. 0Hz) , 7. 20 (1 
H, d, J=7. 8Hz) , 7. 40 (1H, d, J = 
7. 8Hz) , 8. 36 (1H, d, J = 7. 6H 

z) , 8, 51 (1H, d, J = 7. 6Hz) , 10. 
13 (1H, s) , 10. 5 2 (1H, s) , 11. 1 

1 (1H, s) 

mmm 

[0 0 8 6] 
[^2 8] 
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X&ZtlZik&Vo : l"<y%**<{i/ % S 5 0mg£N, 
N-^f;^;VAT^ K5m 1 K*#U 2 N*IMb 
■f-M) ^^7K^ffi5ml £JDX., 8 0t-C3^Wl 
fco Kl6*fc6 0ml<D7kSrftIx.*ftLfc«, flfffiLfc 

h^77^ (ftgl. 5cm, IJ45cm) |Cf# 

uyyv (10:1) t»WU B»«*^tp»H*r» 
*gi£@Lfco »e>tufcJtfe»*4r^nn*/^t?as*r 
5-iiC±*K *«Offrg*6. 4mg£#fc 0 
[0087] Rff:0. 51 /l^tt®, 
^6 0F 254 , 8BSi;^nu^A:^^/- 
^:rh7tKo77>: S»= 1 0:1:1:0. 
2) 

FAB-MS (m/z) : 571 [M+H] + 
1 H-NMR (3 00MHz, DMSO-d 6 ) , 6 
(ppm) : 10. 9 (1H, s) , 9. 07 (1H, 
d, J = 7. 8Hz) , 8. 92 (1H, d, J = 7. 
8Hz) , 7. 78 (2H, t, J=7. 8Hz) , 

7. 53 (1H, d, J = 7. 8Hz) , 7. 50 (1 
H, d, J = 7. 8 Hz), 7. 03 (1H, d, J = 

8. 9Hz) , 3. 96 (2H, m) , 3. 87 (1 
H, m), 3. 61 (3H, s) , 3. 54-3. 73 

(3H, m) 

mmmi 

[0 0 8 8] 
Ut29] 



I 

N 




VmZtlZik&Vo : 1 2, 13-^tKn-l, 11- 



5H-^yKn [2, 3-a] Ifnn [3, 4-c] * 
/W<y—;U-5, 7 (6H) 3. 5 1 g £&tR 

t F7^ (ftj&KSE) 8mllC«»U Sfi-C2^K 

Si^ufco »Stki 8 om i zmnx. mmm 

*JBv*T**©pHS:5. OtU *»*»U*:aKtt 

0. (1) T*Six5ft^*3. 5 1 

fco OK* : 9 7 %) 

FAB-MS (m/z) : 5 3 5 (M + H) + 
1 H — NMR (4 00MHz, DMSO~d 6 ) , 6 
(ppm) : 10. 9 (1H, brs), 10. 4 (1 
H, s) , 10.0 (1H, s) , 8. 7 2 (1H, 
d, J = 7. 8Hz) , 8. 54 (1H, d, J = 7. 
8Hz) , 7. 19 (2H, t, J = 7. 8Hz) , 
7. 19 (2H, t, J = 7. 8Hz) , 7. 05 (1 
H, d, J=9. 3Hz) , 7. 02 ( 1 H, d, J = 
7. 8Hz) , 7. 00 (1H, d, J = 7. 8H 
z) , 5. 42 (1H, brd, J = 5. 8Hz) , 
5. 35 (1H, brs), 5. 22 (1H, brd, 
J=4. 4Hz) , 4. 96 (2H, brs) , 4. 9 
1 (1H, brd, J=5. 3Hz) , 4. 01 (2 
H, m) , 3. 73 (1H, m) , 3. 63 (2H, 
m) , 3. 3 9 (1H, m) 

[0 0 8 9] 
[fb3 0] 

N = CH-C00H 




3. 4 7g£N, N-^^*MT5 K (DMF) 

(f^tt) OlOOmg/ml »«4r*»-iO 2 0 

»fi*2 0 Om 1 SriD;iTa>e>RJEtt**»U fcfc«£ 

^JS^S; (2) -0*UFftS4te*3. 8 5g£#fc 0 
OR* : 1 0 0 %) 

FAB-MS (m/z) : 591 (M + H) 

1 H-NMR (4 00MHz, DMSO-d 6 ) , 6 



-14- 



(ppm) : 1 1 . 1 (1H, brs), 10. 5 (1 
H, brs), 10. 1 (1H, brs), 9. 01 

(1H, s) , 8. 6 9 (1 H, d, J =7. 8H 
z) , 8. 53 (1H, d, J = 7. 8Hz) , 7. 2 
3 (2H, t, J = 7. 8Hz) , 7. 10 (1H, 
d, J=9. 3Hz) , 7. 06 ( 1 H, d, J = 7. 
8Hz) , 7. 04 (1H, d, J = 7. 8Hz) , 
5. 4 4 (1 H, brs), 5. 34 ( 1 H, b r 
s), 5. 24 (1H, brs), 4. 95 (1H, b 
rd, J = 5. 9Hz), 4. 02 (2H, m), 3. 
7 6 (1H, m) , 3. 6 4 (2H, m) , 3. 4 0 

(1H, m) 

[0 0 9 0] 
Ut3 1] 




4mg£N, N-i^^*/W>>T^ K (DMF) 0. 
t^T/lTkF (T/vKU ^^tt) 0. 2m l£ 

mm u i m^m^m* 5 m 1 *riq*.fc 0 

b\C£V, ^MOS; (3) X$c£tlZ>ik&yo2 5. 3m 

g zmzo mm : 9 1 %) 

FAB-MS (m/z) : 6 1 9 (M+H) + 

1 H — NMR (4 00MHz, DMSO-d 6 ) , 6 
(ppm) : 12. 1 (1H, brs), 11. 0 (1 

H, brs), 10. 4 (1H, brs), 10. 0 
(1H, brs), 8. 69 (1H, brs), 8. 6 
8 (1H, d, J = 7. 8Hz) , 8. 51 ( 1 H, 
d, J=8. 3Hz) , 7. 19 (2H, t, J = 7. 
8Hz) , 7. 07 (1H, d, J=9. 3Hz) , 
7. 04 (1H, d, J=7. 8Hz) , 7. 01 (1 
H, d, J = 7. 8Hz) , 5. 43 ( 1 H, brd, 
J = 5. 4Hz) , 5. 33 (1H, brs) , 5. 2 

2 (1H, brs), 4. 93 (1H, brd, J = 
4. 9Hz), 4. 01 (2H, m), 3. 74 (1 
H, m) , 3. 63 (2H, m) , 3. 40 (1H, 
m) 



[0 0 9 1] 
Ut3 2] 




• T^tr^TM^* (J. Antibioti 
cs)|4 0S, 6 6 8-6 7 81 (1 9 8 7^) 12^ 
(Dik&m 5 l img*JS*fc Yyi» OfajflMm 3 
mll^dfU SfilCll$ffl««Lfc. »S7K2 0 0m 
1 £*P;t, ±Ctcim*m& 1 0 0 m 1 -Cffi^ 

mu£T£.mnkrsz. t\cx9. ^mo^ (4) xmz 

tlZ> 6-N-T^ J i/^WW4 9 7mg^fe. 
OS* : 9 5%) 

FAB-MS (m/z) : 5 8 5 (M+H) + 

1 H — NMR (400MHz, DMSO-d 6 ) , 6 
(ppm) : 10. 64 (1H, brs), 9. 24 
(1H, d, J=7. 8Hz) , 9. 07 ( 1 H, d, 

J = 7. 8Hz) , 7. 70 (2H, t, J=7. 8H 
z) , 7. 45 (1H, d, J = 7. 8Hz) , 7. 4 

2 (1H, d, J = 7. 8Hz) , 6. 93 (1H, 
d, J=8. 8Hz) , 5. 42 (1H, d, J = 5. 
8Hz) , 5. 33 (1H, t, J = 5. 4Hz) , 
5. 03 (3H, brs), 3. 97 (2H, m), 

3. 84 (1H, m) , 3. 59 (3H, s) , 3. 5 

0-3. 7 0 (3H, m) 

*J6#J5 

5t 

[0 0 9 2] 
[flS3 3] 
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NH-CHO 
I 

N 




N-^^f;^/V^7^ K6 Oml S&K 

1. 8ml*M, 6 0t4»M, 

0. Sml^m^X, 3 7ttl 6«p|fflJPjaLfco 

fclHfcnT-A' HtSfPU 2 h v v a* 

^h5^A^JBt*««BRHLT«ft»*3. 3 g 
fco rM^^y-/Hcg»U t77f^^ LH 
20^7A^nvh^77^- Wg3cra, S£ 5 

5rS«g:@-r^r £l£j;«9*JS<£>i£ (5) -e«**t5ft 
4*2 4 13. 6mg£gfeft*i LT#fc 0 
[*«feB] **«AKi3^T»&ixfcft-a*2 5. 9m 
g£N, N-^f/^A7^K0. 5mll« 
U ^«fcK5S?Kl5. Omg&JDx.. 7 0t"e2H 

(20ml) Lfco BflfctfvHi £r«zkfi£^-t* h 

y*-M?«*«, Sffif£@LTgfef&*2 6. 9mg£ 

H20O*7A^n^h^77-f- (rtgl. 5cm. 
fij48cm, ^^y-^-e*ffl) fcftU Btt»«r& 
tf»iB«r«»ttHi-SwtlcJ:9*B<Z)a; (5) 
tiZ>it&® 16. 3 m g fc UT#fc e 

[0093] RfffirO. 35 (t/Wttgl, *~ IfA' 
^6 0F 254 , SPB^iS; ?nn#W-^;-^ 
-X h7k Ko77V=2 : 1 : 1) 
FAB -MS (m/z) : 5 6 2 (M) + 
1 H — NMR (400MHz, DMSO-d 6 ) , 8 

(ppm) : 11. 0 (1H, brs), 10. 8 (1 
H, s) , 1 0. 4 (1 H, s) , 1 0. 0 (1H, 
s) , 8. 64 (1H, d, J=8. 3Hz) , 8. 4 
7 (1H, d, J=8. 3Hz) , 8. 44 (1H, 
s), 7. 21(2 H, t, J = 7. 8Hz),7. 0 
6 (1H, d, J=9. 7Hz) , 7. 05 (1H, 
d, J = 7. 8Hz), 7. 02 ( 1 H, d, J = 7. 
8Hz) , 5. 43 (1H, d, J = 5. 8Hz) , 
5. 36 (1H, brs), 5. 22 ( 1 H, d, J = 
5. 4Hz) , 4. 92 (1H, d, J=5. 4H 



z) , 4. 02 (2H, m) , 3. 75 (1H, m) , 
3. 6 2 (2H, m) , 3. 3 9 (1H, m) 

a: 

[0 0 9 4] 
[<fc3 4] 

NH-COCH 3 




1 0mg}:SS3 0m 1 £ «bfcfflFifc 2 m 1 £*0;t9 OX: 
t?jD^*|Lfco CixtCTK^D^T 3 00ml i L/c 

^WtyHP2 0^7^ W83cm, *S 
13. 5 cm) 6 0 Om 1 <D7kX$cfrl,tz 

3 0 0mloy^/-;vtfSffllft 9 *9/—M& 
U fi5ml ^T^^LfCo :fXlCSI^^H 0 Om 
SHOft (6) -CS£*x5fc£*4 2 6m 

g Sr»fc 0 

[0 0 9 5] Rff: 0. 4 3 (^/l^ttSt, 
^6 0F 254 , ilSK^nB*^-^?;-^ 
-Th7tFn77^=2 : 1 : 1) 
FAB-MS (m/z) : 5 7 6 (M) * 
1 H — NMR (40 0MHz, DMSO-d 6 ) , 6 

(ppm) : 1 1. 0 (1H, s) , 10. 7 ( 1 H, 
s), 10. 4 (1H, brs), 10. 05 (1H, 
s) , 8. 64 (1H, d, J = 7. 8Hz) , 8. 4 
7 (1H, d, J = 7. 8Hz) , 7. 20 (2H, 
t, J = 7. 8Hz) , 7. 01-7. 06 (3H, 
m) , 5. 3 5-5. 4 5 (2H, m) , 5. 23 (1 
H, brs), 4. 92 (1H, brs), 4. 02 

(2H, m) , 3. 74 ( 1 H, m) , 3. 58-3. 
70 (2H, m) , 3. 40 (1H, m) , 2. 10 

(3H, s) 

mm 

[0 0 9 6] 
UL3 5] 
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2. 5mgirh7tKn77>'8ml^^;-;V5 
ml©«jfcfc8BHU 2NSil4 0/z 1M3 7%^ 
^A7;Uft KtMSRI 3. 2 /x 1 StJOpLT. ilt*2 

M/UA7^ K5ml fcJMPU 1 0%'<yWJ»mm 
8 0mg£*D;t. **^T*fi-e 2«?W3t5cbfc«. 

ml^M, 2 by *-Mc*jfc x *Wt\ 

*i?i^LfcaoB»^^Ji***«»^ h y *a-o 

K*a«B«HUT«fe»*2 8. 8mg£#fc 0 rtl 
M7A^UYh^77>f- (flgl. 5cm, SJ9 

ocm, **/-^-e»ffl) icttu (7) -e 

*£ft<Mfra*17. lmgtlfe»*iLtftfc, 

[0097] Rffi: 0. 49 (^Wttfi, ^-IfyV 
^6 0F 2S4 , ®§S^«; 

-7F7t KP7 5y-*8=2 0:10:10:1) 

FAB-MS (m/z) : 54 9 (M+H) + 

1 H — NMR (4 00MHz, DMSO-d 6 ) , 6 

(ppm) : 10. 9 (1H, s) , 10. 4 (1H, 
s) , 9. 98 (1H, s) , 8. 72 (1H, d, J 
= 7. 8Hz) , 8. 54 (1H, d, J = 7. 8H 
z) , 7. 1 9 (2H, t, J = 7. 8Hz) , 7. 0 
0-7. 06 (3H, m) , 5. 73 ( 1 H, q, J = 
5. 4Hz) , 5. 43 (1H, d, J=5. 7H 
z) , 5. 3 5 (1H, b r s) , 5. 2 2 (1H, 
d, J = 5. 4Hz) , 4. 90 ( 1 H, d, J = 5. 
4Hz) , 3. 9 6-4. 0 3 (2H, m) , 3. 74 

(1H, m) , 3. 5 8-3. 7 0 (2H, m) , 3. 
40 (1H, m) , 2. 74 (3H, d, J = 5. 4H 
z) 

mnans 

[0 0 9 8] 
Ift3 6] 




0 0mg£N, N-^^*M7SK (DMF) 6 

mwzmmu 10%/^7^^-Ki (Pd-o i 

5mgSrJn^.«»L*3»Sfe3. 5«PMSjatf7k*SaiPL 
fco S«*«r^>f*±«r»v^fc««Srfflv^TPd-CSr 
}g*Lfc<Dlb> tKI 5 0 m 1 5r*P^fc 0 IN N a OH 
•CpH5t Lfc ft*:r?yl' (2 0 0m 1 X 5) "C 

tc<Dx\ zti&tim-tzzticxQmmnis: (8) t*^ 

^^18 2. 3-mgSrftfc. 
[0 0 9 9] 

FAB-MS (m/z) : 5 9 3 (M+H) * 

1 H — NMR (4 0 0MHz, DMSO-d 6 ) , 6 
(ppm) : 12. 6 (1H, brs), 10. 9 (1 

H, s) , 1 0. 4 (1H, s) , 1 0. 0 (1H, 
s) , 8. 69 (1H, d, J = 8. 3Hz) , 8. 5 

2 (1H, d, J=7. 8Hz) , 7. 18 (2H, 
t, J = 7. 8Hz) , 6. 99 — 7. 05 (3H, 
m), 5. 90 (1H, brs), 5. 42 (1H, 
d, J = 5. 4Hz) , 5. 35 (1H, t, J = 5. 
4Hz) , 5. 21 (1H, d, J=4. 9Hz) , 
4, 89 (1H, d, J = 5. 4Hz) , 4. 03 (2 
H, m) , 3. 83 (2H, s) , 3. 74 (1H, 
m) , 3. 6 3 (2H, m) , 3. 3 9 (1H, m) 

[0 10 0] 
[ft3 7] 

NHC0NH 2 
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0 1. 7mgit^;W^K'Ml5 0 1. 7mg 
\C*?/-/U3 0m 1 «:JD;t* Sbfc MJ^^VKTSV 
0 . 3 2 5ml Sr HP*fcj&&«Sr 8 iSfWiDfS&SSt Lfc 0 
EfcflL KJSSteSffiSEBU ^;wxf;^hy (m 
EK) 3 0 0ml fc*2 00xnl i:*lDiTaHltRfPSr 
fifV\ 7k/ll-t 5 -SMEK 3 0 0ml SriD;tTWtttti 
£fTofc 0 tttil LfcME Kl Sr^b*t»iftH * 

H-2 0 (3 X2 8 cm) <D? u^r hUKfrftX * 9 J 
COS: (9) -C*S*i5{fr&*4 6 lmgtrftfittJMKtt 

[0101] Rffi: 0. 15 (^^^ttfi, 

0 F 254 , mmfetfe ; * n n tfvPA : ^ 9 / - 
;kTh7tKo77y=2 : 1 : 1) 
FAB -MS (m/z) : 5 7 7 (M) * 
1 H — NMR (4 00MHz, DMSO-d 6 ) , 6 

(p pm) :11. 0 (1H, s) , 10. 4 (1H, 
s) , 10. 0 (1H, s) , 8. 68 (1H, d, J 
= 7. 8Hz), 8. 66 (1H, brs), 8. 51 

(1H, d, J = 7. 8Hz) , 7. 20 (2H, t, 
J = 7. 8Hz) , 7. 01-7. 07 (3H, m) , 
6. 41 (2H, brs) , 5. 44 ( 1 H, d, J = 
5. 4Hz), 5. 38 (1H, brs), 5. 23 

(1H, d, J = 4. 9Hz) , 4, 91 (1H, br 
s), 4. 00-4. 09 (2H, m), 3. 75 (1 
H, m) , 3. 60-3. 68 (2H, m) , 3. 39 

(1H, m) 

mmmi o 

[0 10 2] 
[ft3 8] 




2mgtftt^;W^i;K2 0mgt:^^y-;l/4m 
-20 (1. 8X35cm) <D9 n-r h^tCd^t^ 9 / 



(Ci«9^Jg(7)S; (10) ^*Six5ffr&ttl 0. 7mg 

[0103] Rff :0. 29 (*/U?tiM, \£;V 
^6 0F 254 , gM;^t3^A:^y- 
/>:fh7l:Ko77y=2 : 1 : 1) 
FAB-MS (m/z) : 5 94 (M+H) + 
1 H — NMR (4 0 0MHz, DMSO-d 6 ) , 5 

(p pm) : 1 1. 0 (1H, s) , 1 0. 4 (1H, 
brs), 10. 1 (1 H, brs), 9. 73 (1 
H, brs), 8. 65 (1H, d, J =7. 8H 
z) , 8. 49 (1H, d, J = 7. 8Hz) , 8. 2 
7 (2H, s) , 7. 2 1 (2H, t, J = 7. 8H 
z) , 7. 01-7. 12 (3H, m) , 5. 45 (1 
H, brs), 5. 37 (1H, brs), 5. 24 

(1H, brs), 4, 91 (1H, brs), 3. 9 
7-4. 10 (2H, m) , 3. 7 4 ( 1 H, m) , 
3. 6 2 (2H, m) , 3. 4 0 (1 H, m) 

mmmi 1 

[0 10 4] 
Ufc3 9] 



NHSO2CH3 




9. 5mgSrfh7fcKD77V (THF) 2mll;g 

tt) 3 OmgSriD^fc^, ^itl£4 8 Wftfc, £ 
JfciKSrSffiffiB U ^/-/V2rali«Ut7r 
T7^^LH-20 (1. 8X34 cm) (O^nvH 

&HU *JB<05t (11) -e*$*LSffrg*8. 3mg 

[0 1 0 5] Rf fit: 0. 4 8 (t/UjrQM, ^-if/l/ 
y/V6 0F 254 , ®M;^nn^l/A:^^y- 
;V:fh7kKn77y=2 : 1 : 1) 
FAB-MS (m/z) : 6 1 2 (M) * 
1 H — NMR (4 0 0MHz, DMSO-d 6 ) , 6 

(ppm) : 11. 0 (1H, s), 10. 5 (1H, 
brs), 10. 4 (1 H, s) , 10. 1 (1 H, 
s) , 8. 67 (1H, d, J = 7. 9Hz) , 8. 5 
0 (1H, d, J = 7. 7Hz) , 7. 22 (2H, 
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t, J = 7. 6Hz) , 7. 02-7. 07 (3H, 
m), 5. 43 (1H, d, J = 5. 8Hz), 5. 3 
6 (1H, brs), 5. 22 (IH, d, J = 5. 2 
Hz) , 4. 89 (IH, d, J=4. 8Hz) , 4, 
0 3 (2H, m) , 3. 7 5 (IH, m) , 3. 6 3 
(2H, m) , 3. 4 0 (IH, m) 

msm 2 

[0 10 6] 
Ut40] 



NHCOCH2CH 3 




1. 7mgi:^/-/Hm l<!:r h7t Fo77>2 
mlSrJD*.-C»»U ^ntT^^IW*** (T/W K y s> 
^tt) 0. lml ft*itT^fflfc4l*IH8l»Ufc 0 
$M*2ml ^^y-/^3ml £riP;cT3 O^M&M 
LfcO*>, MftRBU ^/-;V3m 1 £*Px/Ci£& 
Lfc 0 rax^rir^TT^^LH--^ 0 (1. 8X30 

cm) <D#u^hmzfrft**;-fr-?mmu n#>m 
*%t?#mitmm$L®-r?>z.k\c£<9mm<D* t (12) 

"C*$ft5{fc£*6. 2mg£#fc 0 

[0107] Rfffi:0. 5 5 (^/l^ttgg, ^r-^ 
y/U6 0F 254 , IB»»;#nn*M:^^;- 
>V : T h5t Kn77^=2 : 1 : 1) 
1 H — NMR (4 00MHz, DMSO-d 6 ) , 6 

(p pm) : 1 1. 0 (IH, s) , 10. 6 ( 1 H, 
brs), 10. 4 (IH, brs), 10. 0 (1 
H, s) , 8. 6 4 (IH, d, J = 7. 8Hz) , 
8. 47 (IH, d, J = 7. 8Hz), 7. 20 (2 
H, t, J = 7. 8Hz) , 7. 00-7. 08 (3 
H, m) , 5. 30-5. 45 (2H, m) , 5. 21 

(IH, m) , 4. 9 2 (1 H, m) , 4. 0 2 (2 
H, m) , 3. 7 5 (IH, m) , 3. 6 2 (2H, 
m) , 3. 38 (IH, m) , 2. 39 (2H, q, J 
= 9. 3Hz) , 1. 16 (3H, t, J = 7. 3H 
z) 

mmmi 3 

[0 10 8] 
Ht4l] 




9. 9mg^rF7tKn77V2ml fcSA?U hy 
(T/V/Ky S^tt) 0. 0 6ml* 
3tox.T^fi«C 1 5#BBft«Lfc 0 S*B«K*2m 1 SrJO 
^T^bfiSSBU Tic 2m 1 iftft^fvH Oml^ 

t77ry^^LH-20 (1. 8X 30 cm)cD^n 

mm&®i-z>zt\c£<o, mm<o*. d 3) -castus 

ft^9. 5mg*#fc 0 
[0109] Rfi:0. 53 (^/V^ffiSi, 3— if/V 

^6 0F 254 , WI;^nn^A:^^y- 

;V:fF7tKn77y=2: 1 : 1) 

FAB-MS (m/z) : 6 3 0 (M) + 
1 H — NMR (50 0MHz, DMSO~d 6 ) , 6 
(p pm) : 1 2. 7 ( 1 H, brs), 11. 0 (1 

H, brs), 10. 5 (IH, brs), 10. 1 
(IH, brs), 8. 61 (IH, d, J=7. 6H 
z) , 8. 45 (IH, d, J = 7. 9Hz) , 7. 2 
1 (2H, t, J = 7. 6Hz) , 7. 02-7. 07 
(3H, m) , 5. 42 ( 1 H, d, J=5. 8H 
z) , 5. 3 5 (IH, brs), 5. 21 (IH, b 
rs), 4. 91 (IH, d, J=5. 5Hz), 4. 
0 2 ( 2 H, m) , 3 . 7 6 ( 1 H, m) , 3 . 6 1 
(2H, m) , 3. 3 9 ( 1 H, m) 

sum 4 

[0 110] 
UL4 2] 
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1. 6mgiC^^;-;V4mlt^y4ml5:M 
T«#U hy*?*/i'i/t>A'i?T*S*jr>' (1 0%^* 
■9->** f JlDSC<kJ*tt) 0. 1 5m 1 SriDx.TSi&l£l 

tt^ft^C0^^Ji^«r/^2 9. 3mg£«fCo r 

0 . 6ml «rJflx.T£irC 1 6 l$Nft# Ltz 0 
SffiftSU — /V3m 1 SrJD*.T8S*?U t7r 
r5/^^LH-2 0 (1. 8X3 6 cm) ©^n^MS 

e@1--5rt^<t9«jH^S: (14) T?*sn5{t-&» 

16. 9 m g Sr^fc 

[0111] Rff:0. 22 if/V 
^6 0F 254 , WI;^nu*M:^y- 
/!/ : T h 7 t Ko77>=2 : 1 : 1) 
FAB-MS (m/z) : 5 9 2 (M+H) + 

1 H — NMR (4 00MHz, DMSO-d 6 ) , 6 
(p pm) : 1 0. 9 (1H, s) , 10. 4 ( 1 H, 

brs), 10. 0 (1H, brs), 8. 69 (1 
H, d, J = 7. 3Hz) , 8. 52 (1H, d, J = 
8. 3Hz) , 7. 7 7 (1H, brs), 7. 39 

(1H, brs) , 7. 19 (2H, t, J = 7. 8H 
z), 6. 98 — 7. 05 (3H, m), 6. 25 (1 
H, t, J = 3. 9Hz) , 5. 41 (1H, d, J = 
5. 4Hz), 5. 35 (1H, brs), 5. 20 

(1H, d, J = 5. 4Hz) , 4. 87 (1H, d, 
J=5. 4Hz) , 4. 02 (2H, m) , 3. 74 

(1H, m) , 3. 68-3. 70 (4H, m) , 3. 
3 9 (1H, m) 

mmmi 5 

[0 112] 
M:4 3] 




lmgt2-tK7^yt 9 !)^ (T/^KP y*4fc) 1 
OmglC^^y— /U2ml S:JPx.T*«fU 1. 5 WfM 
HP«l3B«Lfc. RJS$£fi*S«£BU 7k3 0ml£Bf«g 
a:?y]/ 5 0 m 1 t £ JP XT frb&m<0 pHJrl N&^T- 
5(dBSELfc<D^, «HH*f^S:fTo-C#&ix5»»3i^ 

ll:g»PlTt77fiy^^LH-2 0 (1. 8X36 
cm) bflC^IJ ^ ^ 7 -yvt^tij Lfco Bft 

feSr^^iiiS:S«ll£HLT^JSOS; (15) xmZti 

Zlk&Vol OmgSrUfc. 

[0113] Rff: 0. 46 (^/l^tfcfi, if/V 
^6 0F 254> SM;^nP*M:^?7- 
;U:7F7tFD77y=2 : 1 : 1) 
FAB-MS (m/z) : 6 1 2 (M + H) + 
1 H — NMR (40 0MHz, DMSO-d 6 ) , 6 

(ppm) : 11. 0 (1H, s), 10. 4 (1H, 
s) , 10. 0 (1 H, s) , 9. 3 4 (1 H, s) , 
8. 65 (1H, d, J = 8. 3Hz) , 8. 48 (1 
H, d, J = 7. 8Hz) , 7. 95 (1H, d, J = 
4. 9Hz) , 7. 62 (1H, t, J = 7. 8H 
z) , 7. 18 (2H, t, J = 7. 8Hz) , 7. 0 
0-7. 08 (3H, m) , 6. 86 (1H, d, J = 
7. 8Hz) , 6. 78 (1H, dd, J=4. 9, 
7. 8Hz) , 5. 44 (1H, d, J = 5. 8H 
z) , 5. 3 7 (1H, brs), 5. 23 (1H, 
d, J = 5. 8Hz), 4. 92 (1H, brs), 
4. 02 (2H, m) , 3. 76 ( 1 H, m) , 3 . 6 
4 (2H, m) , 3. 4 1 (1H, m) 

mmm 1 e 

[0 114] 
Ht4 4] 
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4mgt4-tK7^?cSSK (7>WKPyftt) 
t77fy^^LH-2 0 (1. 8X4 4 cm) <Otn 

B*WWM+*£i:fcJ:0»*>* (16) 
*{fr&»2 0. 9mg**6»*tt»*tL-C»fc. 

[0115] Rffi:0. 31 ItJUpQM, 

0 F 254 , 8H«jK ; * n n : y ? y - 

/V:rf7tKo77V=2 : 1 : 1) 
FAB-MS (m/z) : 6 5 5 (M+H) + 
1 H-NMR (5 00MHz, DMSO-d 6 ) , 8 

(ppm) : 11. 0 (1H, s) , 10. 5 (1H, 
brs), 10. 1 (1 H, b r s) , 9. 11 (1 
H, s) , 8. 65 (1H, d, J = 7. 9Hz) , 
8. 48 (1H, d, J = 7. 9Hz) , 7. 80 (2 
H, d, J=8. 3Hz) , 7. 18 (2H, t, J = 
7. 6Hz) , 7. 01-7. 08 (3H, m) , 6. 
84 (2H, d, J=8. 3Hz) , 5. 20 — 5. 6 
0 (3H, brs), 4. 96 (1H, brs), 4. 
0 3 (2H, m) , 3. 7 6 ( 1 H, m) , 3. 6 5 

(2H, m) , 3. 4 1 (1 H, ra) 

mmm 1 7 

[0 116] 
lit 4 5] 




i:**-*?^;/* t: 3 8mg 



les o%y *y~/u6m 1 Srirax. 8 ot-e2 ommim 

mtWX.1t. S^SrfiiffiffiHL. 7k 1 5m 1 tS®^ 
f^5 0mli SrJ0;LTa»& 1 NMtpH 2 ICRS 

fdj£fi£«i&LT*ii<7>5£ (17) -e*sji5ft^*i 
Omg &nti 0 

[0117] Rffl: 0. 38 (y/l^*rj{, *—*£)V 
y/U60F 254 , Si8Sl;^Dnt^:^?/- 
;V:7f7tKn77y=2 : 1 : 1) 
FAB-MS (m/z) : 6 0 6 (M+H) + 
1 H — NMR (50 0MHz, DMSO-d 6 ) , 6 

(ppm) : 1 1. 4 (1H, s) , 11. 0 (1H, 
s) , 1 0. 4 (1H, s) , 1 0. 0 (1 H, s) , 
8. 63 (1H, d, J = 7. 9Hz) , 8. 46 (1 
H, d, J = 7. 9Hz) , 8. 38 (1H, s) , 
8. 1 1 (1H, s) , 7. 2 1 (2H, t, J = 7. 
9Hz) , 7. 02 — 7. 07 (3H, m) , 5. 41 

(1H, d, J = 5. 8Hz) , 5. 35 ( 1 H, t, 
J = 5. 8Hz) , 5. 19 (1H, d, J=5. 2H 
z) , 4. 89 (1H, d, J = 5. 5Hz) , 4. 0 
3 (2H, m) , 3. 76 (1H, m) , 3. 63 (2 
H, m) , 3. 4 0 (1H, m) 
Xffcfll 8 

[0 118] 
Ht4 6] 

NHCOCH^COOH 




6. 7mgijS*3/>?85. Smg&tfUv^O. 5 

*****n-rh^5 7-<- (HPLC) 
20X2 50mra, W 
ft: 2 0%7i? h^bSJ/u] fcttbfco Btt»*r^tP» 
**Sr«*UTT-feb=h9^SrSfe^fc«, pH£2K 
SSlEU Sixf;H0 0ml-CftfflU: o SlF*3:^ 

£y *y-/WC*gfi?U t777y^LH-20^ 
7A^py^^77^- Wgl. 5cm. I$90c 
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*ttH1-*r*fc±9*JH<05t (is) -CSSn^^ 
4fe9. 7 mg LT#fc 0 

[0119] HPLC;Rt, 5. 3# W7A:^d 
vM/y^^ODS, rtS4. 6mm, IJ2 50m 
m, &ffl;UV3 0 5nm, ; 1 m 1 9ft 
ft; 2 7. 5%T-feh-hy^: h 9 7/U*n|H»= 1 

0 0 0:1) 

FAB-MS (m/z) : 6 5 7 (M+Na) + 

1 H — NMR (4 00MHz, DMSO-d 6 ) , 6 
(ppm) : 11. 0 (1H, s), 10. 7 (1H, 

brs), 10. 4 (1 H, brs), 10. 1 (1 
H, brs), 8. 64 (1H, d, J = 7. 9H 
z) , 8. 47 (1H, d, J = 7. 9Hz) , 7. 1 
9 (2H, t, J = 7. 8Hz) , 7. 01-7. 07 
(3H, m), 5. 42 (2H, brs), 5. 22 
(1H, brs), 4. 92 (1H, brs), 4. 0 

2 (2H, m) , 3. 7 5 ( 1 H, m) , 3. 6 3 (2 
H, m) , 3 . 4 0 ( 1 H, m) , 2 . 6 5 ( 2 H, 

t, J = 7. 3Hz) , 2. 52 (2H, t, J = 7. 
3Hz) 

%mmi 9 

[0 12 0] 
[ft 4 7] 




0mg£N, N-^f/^/WAT^KO. 5mU:g 
• U J:5ft^^/vo. lraim £»T?18I$IW 
mWLtZo :nSrl»xfyl/5 0ml fcSftU 1 %fc 

h y * ft^t?*i?**bfcaoBiF» 

20^7A^n-7h^77^- (1. 5X90cnu 

@-r*rt[c£9^]g<DiS (19) -e*s*tsft^*i 
8. 0mg&«fe»*i:L-O&fc. 
[0121] Rffi:0. 51 (^/V^tfcR, 

0 F 254 , aMjgjft ; 9 n n alvWA : j*9/~ 
^:fh7t KD77y-St=2 0:10:10: 
1) FAB-MS (m/z) : 5 6 3 (M+H) +1 H 



-NMR (40 0MHz, DMSO-d 6 ) , 5 (p p 
m) : 10. 9 (1H, s), 10. 3 (1H, s), 
9. 95 (1H, s) , 8. 70 (1H, d, J = 8. 
3Hz) , 8. 53 (1H, d, J = 8. 3Hz) , 
7. 18 (2H, t, J = 7. 8Hz) , 7. 00- 
7. 06 (3H, m), 5. 41 (1H, d, J =5. 
4Hz) , 5. 34 (1H, t, J = 5. 4Hz) , 
5. 19 (1H, d, J = 5. 4Hz) , 4. 86 (1 
H, d, J = 5. 4Hz) , 4. 02 (2H, m) , 
3. 7 5 (1H, m) , 3. 6 2 (2H, m) , 3. 3 
9 (1H, m) , 3. 0 2 (6H, s) 

SUM 2 0 

[0 12 2] 
lit 4 8] 




-Ca$*l5flrfH&: t (Bo 
c) ->/y v^8 2. lmgWfuyimll^ 

**Lfc^^n^*^l/*/l/#^ 5 K9 6. 7mg 
SrJnAJkfcT-C 1 5#fffl}f #Lfc 0 rtblc^J6S0d l fc* 
V>t#Wc^2 2 7. 6mg*try^V6mlfc 
j§»LT*P^ SHl-Cl 7l$IW«#Lfco R^Sr«*S 
RBft, l»^A'fc*tfU ffifn^Jfck, SHfcK (p 
H2) , *v^*-e^ufci*os»^^Ji**** 
K^hy *.MW*ft* »*s&HLfc 0 rnsr^y*^ 

;v*7^avh^77-{- (1. 5X55cm, h/l/ 
xy : ^;-;U=6 : 1«) KftU Btt*«r& 

t?^B^«ft@1-5rtic<t«9^S^ (2 0) -e* 

Stl8ft^*OBocB*#105. 2mg^gM* 
tLT#fc 0 wixSrby 7/w*nB»i. 2mli:^ 
lilt 3 0 ftmft# UC B o c SSrHfeS Lfc 0 
frftffittBLfcffc. *1 5mll:**UpH7. 5-8 

khhslt* n-y^/-/vr*ttmLfc 0 n 

j^m (5 0ml) fc*4 0ml SriPiftJftKSrffiV^Tp 
H2K||*Lfc1ftMttHlfc. *6*t*:«ft»**y 
/HilWWU t777^^^LH-2 0<D*yJ± 
9v^?Y977 — (1. 5X58cm % *9J*-fVTZ 

mm) twu n#)®)*%tf#mzmffift®-rz>mc£ 
vmmvm (20) -e*$ix5{fc^«o«»ia6 3. 7 
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mg*«fe»*J:LT»fc. 

[0 1 2 3] HPLC ; R t, 8. 7»(i/7^:^ 
1*3^4. 6mm, fi^2 5 0m 
m, «H±i ; UV3 0 5nm, ffi& ; lml/», 
ft ; 2 0%Ti? h~ h!> 7;v*nS»= 1 0 0 

0 : l->7 0%7tF^h!);P: h !J ^/l^ngfflN l 
000:1, 30^P|^7^7^xyH 
FAB-MS (m/z) : 5 9 2 (M+H) + 
1 H-NMR 4 0 0MHz, DMSO- 

d 6 ) , 6 (p pm) : 1 1. 3 ( 1 H, b r s) , 1 
1. 0 (1 H, b r s) , 1 0. 5 (1 H, s) , 1 
0. 1 (1H, s) , 8. 62 (1H, d, J=8. 3 
Hz) , 8. 46 (1H, d, J = 8. 3Hz) , 8. 
31 (2H, s) , 7. 19 (2H, t, J = 7. 8H 
z), 7. 0 3-7. 08 (3H, m), 5. 46 (1 
H, brs), 5. 34 (1H, brs), 5. 27 

(1H, brs), 4. 91 (1H, brd, J=4. 
9Hz) , 4. 03 (2H, m) , 3. 98 (2H, 
s) , 3. 76 (1H, m) , 3. 64 (2H, m) , 
3. 4 0 (1 H, m) 

mmm2 1 
a 

[0 12 4] 
lit 4 9] 



OH OH 




««AT?#&ftfcfc£«4<). 0 
mg£N, N-WfWM7>;F3mn:g)ifU 
1 -T^*^- 1 - 1 K^vV-D-VA'fcf h— /W4 
2. 2 m g h y ^fvVT ^ > 0 . lmlSriP*., 1 

y^7LH-2 0 (1. 8X2 0 cm) (D^n-rh^(C 

ftHI-SrttcitK (21) -e*£jft5ffr& 

462 0. Omg£#fc 0 
[0 12 5] 

FAB-MS (m/z) : 6 9 9 (M+H) * 
'H-NMR (400MHz, DMSO-d 6 ) , 6 

(ppm) : 10. 91 (1H, s), 10. 35 (1 
H, brs), 9. 96 (1H, brs), 8. 73 

(1H, d, J = 8. 9Hz), 8. 54 ( 1 H, d, 



J=8. 9Hz) , 7. 20 (2H, t, J=8. 4H 
z) , 7. 00-7. 10 (3H, m) , 5. 76 (1 
H, t, J=3. 8Hz) , 5. 42 (1H, d, J = 
5. 5Hz) , 5. 37 (1H, brs) , 5. 22 
(1H, d, J=5. 5Hz) , 4. 89 ( 1 H, br 
s) , 4. 67 (1H, d, J = 3. 4Hz) , 4. 4 
5 (1H, d, J = 5. 1Hz) , 4. 37 (1H, 
d, J = 7. 0Hz) , 4. 2 5-4. 4 3 (2H, 
m), 4. 00 (2H, m), 3. 55-3. 80 (7 
H, m) , 3. 44-3. 52 (2H, m), 3. 35 
-3. 44 (2H, m) , 3. 0 5-3. 2 0 (2H, 
m) 

mmm2 2 

[0 12 6] 
HL5 0] 




g£N, N-^f/^MTU^mllcMU # 
;v*tK7^Kl0 0mgS:M, 8 0tt3«Ii$ 

-20 (1. 5X20cm) 0*P^Mfffc:a>tf\ 

tjcit), ^js^a (22) vm£tiz>{k&y>9 1. 2 

m g S:#fc 0 

[0127] Rf||S: 0. 1 (*/l/*ttS f tfA-^ 
/V6 0F 254 , S|gI;^n^W-^^;-/V- 
7h7tKP77^=2: 1 : 1) 
FAB-MS (m/z) : 5 9 3 (M+H) + 
1 H-NMR (40 0MHz, DMSO~d 6 ) , 6 

(ppm) : 10. 96 (1H, s) , 10. 40 (1 
H, s) , 10. 01 (1H, s) , 8. 95 (1H, 
s) , 8. 65 (1H, d, J=8. 2Hz) , 8. 5 
0 (1H, d, J=8. 2Hz) , 7. 90 (1H, 
s) , 7. 17 (2H, t, J = 6. 9Hz) , 7. 0 
0-7. 10 (3H, m) , 5. 43 (1H, d, J = 
4. 1Hz), 5. 38 (1H, brs), 5. 20 

(1 H, s) , 4. 9 0 (1H, s) , 4. 3 9 (2 
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H, b r s) , 4. 04 (2H, m) , 3. 7 5(1 
H, m) , 3. 5 5-3. 7 0 (2H, m) , 3. 38 
(1H, m) 

[0 12 8] 
Ut5 1] 




vmz tisit&vo : mmwAV&htitzfc&m 15.0 

mg£N, N-^f;^A7^ KlmlC^U 
3-fc Kndr^y^t \?7i/>2mmm>3 2mgS 
t/1 0%^7K^hi; ^AtKS?R0. lmlS:Jll^8 
0\3TMI$ffi«#Lfc o rMSi^5 0mltS 

fnU o. »:^Tt&?p^^KT^^Lfc^ x 

H-20 (1. 8X15cm) O^n^hitlC^^, * 

r£Kj;<9, (23) vmzthZik&Voi 5. 

3 m g $r#fc 0 

[0129] Rfffi: 0. 22 (;*A^ttSg, ^-if/V 

-rF7t Kn75>=5 : 1 : 1) 

FAB-MS (m/z) : 641 (M+H) + 

1 H-NMR (2 00MHz, DMSO-d 6 ) , 6 

(ppm) : 10. 90 (1H, s) , 10. 38 (1 
H, s) , 9. 9 9 (1H, s) , 9. 3 0 (1H, 
s) , 8. 70 (1H, d, J=8. 1Hz) , 8. 5 
3 (1H, d, J=8. 5Hz) , 6. 86-7. 22 

(8H, m) , 6. 61 (1H, dd, J = 2. 2, 
8. 4Hz) , 6. 0 3 (1H, t, J =5. 1H 
z) , 5. 43 (1H, d, J=5. 4Hz) , 5. 3 
5 (1H, t, J = 5. 0Hz) , 5. 22 (1H, 
d, J=5. 4Hz) , 4. 89 (1H, d, J = 5. 
4Hz) , 4. 19 (2H, d, J = 5. 1Hz) , 
4. 00 (2H, m) , 3. 72 ( 1 H, m) , 3 . 5 
3-3. 70 (2H, m) , 3. 38 ( 1 H, m) 
flJ£fll2 4 

5t 

[0 13 0] 



[ft5 2] 




mg£N, N-^f;^M7^ K2ml C^fllU 
2-i/T /^JVK Yy^sZ Omg^rJDx.. 9 Ott 
1. 5^Ffllf^L/Co RfoWHCO. 2NM50mlS: 
to*., (50ml X 2) -CttfflbfCo 5ES£^ 

fi?U t777!X^^LH-2 0 (1. 8 X3 0 cm) 

$it#mzmm&®i-Z>Zk\c±v), %M<D#, (2 4) 
V%£il2>ik&%>4 5. 0 m g £*§fc 0 

[0131] Rfi:0. 39 (t^ttiM, tf/V 
^6 0F 254( mMt&m ; ^nn*M : 
= 3 : 1) 

FAB-MS (m/z) : 5 8 8 (M+H) + 
1 H-NMR (2 0 0MHz, DMSO-d 6 ) , 8 
(ppm) : 10. 91 (1H, s), 10. 36 (1 
H, s), 9. 98 (1H, s), 8. 70 (1H, 
d, J = 8. 4Hz) , 8. 53 (1H, d, J=8. 
4Hz) , 7. 18 (2H, t, J = 8. 4Hz) , 
6. 95-7. 10 (3H, m) , 6. 15 ( 1 H, 
t, J=4. 2Hz) , 5. 42 (1H, d, J = 5. 
7Hz) , 5. 34 (1H, brs) , 5. 23 (1 
H, d, J=4. 4Hz) , 4. 91 ( 1 H, d, J = 

5. 3Hz), 4. 00 (2H, m) , 3. 72 (1 
H, m) , 3. 5 5-3. 7 0 (2H, m) , 3. 39 

(1H, m) , 3. 30 (2H, td, J=4. 2, 

6. 2Hz) , 2. 69 (2H, t, J = 6. 2Hz) 
Hffi#l 2 5 

[0 13 2] 
[ffc5 3] 
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H -HCI 




(25) 



HO 

t?*£ : m&WAT*'&t>tl1tik&® 1.09 
g£N, N-^^*/W*T^ K3 5 m 1 -7k2m 1 

£0. 2NM3 0 Om 1 KligftU n-^*/-^ 
(1LX2) -e»ffibfc 0 ^MMMMSHUfc 

2 0 (3. 0X8 Ocm) (D? hjgfcl^tt, y*/ 

K<fc9. ^<05£ (2 5) ^$tl5ft^6 5 0mg 

[01331 Rftt:0. 55 O^WtfcR, 
^6 0F 254) n-:/*/-^:gj:g£:* 
= 4:1:1) 

FAB-MS (m/z) : 6 0 3 (M+H) * 
1 H — NMR (4 00MHz, DMSO-d 6 ) , 6 
(ppm) : 1 1. 2 (1H, s) , 1 0. 9 0 (1 
H, brs), 10. 50 (1H, s) , 10. 14 
(1H, s) , 9. 4 2 (1H, brs), 8. 92 
(1H, brs) , 8. 62 (1H, d, J = 10. 6 
Hz) , 8. 4 5 (1H, d, J = 9. 5Hz) , 7. 
22 (2H, t, J=6. 5Hz) , 7. 02-7. 1 
0 (3H, m) , 5. 48 ( 1 H, d, J=4. 7H 
z), 5. 32 (2H, brm), 4. 94 (1H, 
d, J = 3. 5Hz) , 4. 04 (2H, m) , 3 . 7 
0-3. 90 (5H, m) , 3. 5 4-3. 7 0 (2 
H, m) , 3. 4 1 (1 H, m) 

a; 

[0 134] 
Ufc5 4] 




(26) 



^&ZilZ>ik&m : MMWAVfttbtl1tfc&®4 8. 3 
mg£N, N-^f/l/^WU'lmllCgiU 
1 — T ^ 7 — 4 — (2-t Knari/31^) tV^S^ 
14. 3mgRXfm\^m^i-hV tJ*7k&mo. 1 
ml^riD^, 8 0t;T2B£Pfl«#Lfc o rtiSrSK^^ 
/W5 0m 1 , 7K5 0m 1 T^iat^, zkJfKO. 2N 
iK5ml SrJD*.* n-:/*/— (1 0 0ml X 2) 

^y-/H:g»U t777'^^LH-2 0 (1. 8 
X3 0cm) £>^n-r f^l^tf. ^ * J — ^"C^ttl L 

<D& (2 6) T^£ft£{b£^>2 2mg£#fc 0 
[0135] Rffi: 0. 53 OA^tfcS, 

0 F 254 , JinS^E ; n -79 /->V : : 7k 
= 4:1:1) 

FAB-MS (m/z) : 6 4 8 (M + H) + 
1 H — NMR (40 0MHz, DMSO-d 6 ) , 6 
(p pm) : 1 0. 9 2 ( 1 H, s) , 1 0. 5 0 (2 
H, brs), 10. 10 (1 H, s) , 8. 66 (1 
H, d, J = 7. 2Hz) , 8. 50 (1H, d, J = 
8. 9Hz) , 7. 18 (2H, t, J = 8. 9H 
z) , 7. 02-7. 12 (3H, m) , 5. 46 (1 
H, d, J=5. 6Hz), 5. 25-5. 40 (3 
H, brm), 4. 86 (1H, d, J = 5. 6H 
z) , 3. 9 5-4. 20 (4H, m) , 3. 70- 
3. 90 (4H, m) , 3. 5 5-3. 7 0 (4H, 
m) , 3. 2 0-3. 5 0 (6H, m) 

mmwz7 

a; 

[0 13 6] 
Ub5 5] 
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-Vm£tlZ>i&&90 : mt9iAT*ftbtl1tit&m 2 4 m g 
SrN, N-y^f;WA7^ KO. 6mlfc»«PU 
#yw*s^Sfc t-y^lOmgtMx 8 0tt6 
«PlWaWbfc D :HJ:S^f^5 Oml fcWfcU * 
(3 0ml X 2) , &^T&SMt^Vffl*l,1t&s ft 
»**>Hi*:toIUH- h 9 SUgffcHL 
fee »»^^;-/Hmll:**U t7 7 Ty^^ 
LH-20 (1. 6X2 Ocm) n-r 

*£iii:.fc0, SJSOiS; (27) -e*s*t*ft-&*2 

7. 2mgSr#yb 0 

[0137] Rfffi:0. 42 OOl^tfcS, if A 
^6 0F 254 , mmmm ; ^nn^M : ^ 
= 4 : 1) 

FAB-MS (m/z) : 6 3 4 (M+H) + 
1 H — NMR (4 00MHz, DMSO-d 6 ) , 6 
(ppm) : 10. 99 (1H, s) , 10. 42 (1 
H, s), 10. 02 (1H, s), 9. 82 (1H, 
brs), 8. 65 (1H, d, J = 7. 7Hz) , 

8. 49 (1H, d, J =7. 7Hz), 7. 18 (2 
H, t, J = 7. 7Hz), 7. 00-7. 10 (3 
H, m) , 5. 42 (1H, brs) , 5. 35 (1 
H, brs), 5. 21 (1H, brs), 4. 90 

(1H, brs), 4. 02 (2H, m), 3. 72 
(1H, m) , 3. 5 6-3. 7 0 (2H, m) , 3. 

40 (1H, m) , 1. 50 (9H, s) 

HJ6W2 8 

5£ 

[0 13 8] 
[ft5 6] 




OH 



[0 13 9] 
Ut5 7] 




■e** *i5<bg* : mmm 1 ms>tntit&* 1 1 7 m 

!l;^n?K0. 6 8ml$rJ0x, £fiT10*#L 
fro £*Lfc* 2 0 0ml fciP^K^/l' (20 0ml 
X3) -CttWft, B»^^Ji*«WA^TIfclcllJ| 
ffif£@Lfc 0 »S^^y-yv3mil:j6)HU ±7r 

(2. 5 X 4 0 c m) tf^P^hig 

fcttBi-srtfcJ:!^ «B<oa; (2 8) -e^^ti^ft 
^42. imgs^ (29) -e**ftafl:*4b6 

7 . 5 m g £#fc 0 

a: (2 8) -ct^^fb^ 

Rft:0. 6 8 (^yU^ttSS, 0 F 

254 , Mfflt§.!& ; ^n^A : *9 : 1) 
FAB-MS (m/z) : 5 7 5 (M + H) + 
1 H — NMR (400MHz, DMSO-d 6 ) , 6 
(p pm) : 1 0. 9 0 ( 1 H, s) , 10. 3 8 (1 
H, s) , 9. 98 (1H, s) , 8. 70 (1H, 
d, J = 9. 0Hz) , 8. 52 (1H, d, J = l 
0. 2Hz) , 7. 20 (2H, t, J = 7. 7H 
z) , 6. 9 5-7. 0 8 (3H, m) , 5. 92 (2 
H, m) , 5. 40 (1H, d, J = 6. 4Hz) , 
5. 32 (1H, m) , 5. 20 (2H, m) , 5 . 0 
5 (1H, d, J = ll. 5Hz) , 4. 88 (1H, 
d, J = 5. 8Hz) , 4. 00 (2H, m) , 3 . 6 



-26- 



7-3. 78 (3H, m) , 3. 5 8-3. 6 5 (2 
H, m) , 3. 3 5 (1 H, m) 
* (2 9) -gaSfrSfk^tt 

Rfl: 0. 7 5 (*/Wtt« f *-H/Wfr6 OF 
2 54. »H*« ; * * * : ;* 9 /—>V= 2:1) 

1 H-NMR (4 0 0MHz, DMSO-d 6 ) , 6 

(ppm) : 10. 91 (1H, s), 10. 40 (1 
H, brs), 10. 00 (1H, brs), 8. 66 

(1H, d, J = 9. 4Hz) , 8. 50 ( 1 H, d, 
J=9. 4Hz) , 7. 18 (2H, t, J = 8. OH 
z) , 7. 00-7. 10 (3H, m) , 5. 90 (2 
H, ddt, J=6. 3, 10. 2, 17. OHz), 
5. 42 (1H, d, J=5. 3Hz) , 5. 33 (1 
H, brs) , 5. 23 (2H, d, J = 17. OH 
z), 5. 22 (1H, brs), 5. 04 (2H, 
d, J = 10. 2Hz) , 4. 91 (1H, brs), 
4. 02 (2H, m) , 3. 97 (4H, d, J=6. 
3Hz), 3. 70 (1H, m), 3. 51-3. 66 

(2H, m) , 3. 3 5 (1H, m) 
9 

[0 14 0] 
Ift5 8] 




[0 14 1] 
[ft5 9] 




■c*s tizit&vo : mmm 1 v&btiitit&vo 2 0 m g 



»3:f^4 Oml ijlfnU ?K (3 0 m 1 X 2) , 

1 IC«#U t7rfy?^LH-2 0 (1. 6X30 
cm) <D9u^hmcfrV, ^y-Wgffllfco g 

(30) -e«Sn5ft**13. 2mgM^ (3 1) 

a; (3 0) ^sftsjfr&ft 

Rffi:0. 44 (^/l^ttS!, ^r-if/uy/W60F 
254 . KMi§SR ; ?bp*W : **/-yu=3 : 1) 
FAB-MS (m/z) : 7 15 (M + H) + 
1 H — NMR (2 0 0MHz, DMSO-d 6 ) , 5 
(ppm) : 10. 85 (1H, s), 10. 35 (1 
H, s) , 9. 9 6 (1H, s) , 8. 6 5 (1H, 
d, J=8. 5Hz) , 8. 45 (1H, d, J = 9. 
OHz) , 7. 5 0-7. 6 5 (4H, m) , 7. 10 
-7. 40 (8H, m) , 6. 95-7. 10 (3H, 
m), 5. 40 (1H, d, J = 5. 4Hz), 5. 3 

0 (1H, brs), 5. 18 (1H, d, J = 4. 9 
Hz) , 4. 83 (1H, d, J=4. 9Hz) , 4. 
58 (2H, s) , 4. 55 (2H, s) , 4. 00 

(2H, m) , 3. 4 6-3. 8 0 (3H, m) , 3. 
3 6 (1H, m) 
3; (3 1) 1&ttStlZ1\&m 

Rf«:0. 3 8 (^A-^ttig, *-*;^6 0F 
254 . SM^ffi ; ^nn^ : * 9 3 : 1) 
FAB-MS (m/z) : 6 2 5 (M + H) * 

1 H — NMR (3 0 0MHz, DMSO-d 6 ) , 6 
(ppm) : 10. 88 ( 1 H, s) , 10. 40 (1 

H, brs), 10. 00 (1H, brs), 8. 67 
(1H, d, J=7. 9Hz) , 8. 51 (1H, d, 
J = 7. 3Hz) , 7. 50 (2H, d, J=6. 9H 
z) , 7. 30 (2H, t, J = 6. 9Hz) , 7. 2 

1 (1H, t, J=6. 9Hz) , 7. 16 (2H, 
t, J = 7. 3Hz) , 6. 9 6-7. 0 7 (3H, 
m) , 6. 13 (1H, t, J = 5. 3Hz) , 5. 4 

2 (1H, d, J = 5. 9Hz) , 5. 21 (1H, 
d, J = 5. 3Hz), 4. 91 (1H, brs), 

4. 55 (1H, brs), 4. 28 (2H, d, J = 

5. 3Hz), 4. 02 (2H, m), 3. 72 (1 
H, m), 3. 55-3. 70 (2H, m), 3. 40 

(1H, m) 
Hifi#J3 0 
5£ 

[0 14 2] 

Uteo] 
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vmzti&M&vo : nmwAvmbtitzik&%> 1 . 4 g 

SrN, N-^f W;VA7^; K3 Oml «fiU # 
^yt^f^l gSriflx., 8 0'C a C2RraiMtl 
fc 0 :}ll:*4 0 0ml SriDx., S^MsOOm 
1x3) T-ttWUfCo Hk(DLfciltt2^B«r»NieB 

-20 (3. 0X80cm) <Dt n<v h^c^it. 

£{c,fc«9, *JS<£>5S; (3 2) T**£*x5{t£^l. 3g 

[0143] Rfffi: 0. 18 (^/l^ttffii, 3r—if/V 
y/U6 0F 254 , raW;^nn^A:^/-;V 
= 4 : 1) 

FAB-MS (m/z) : 5 9 2 (M+H) + 

1 H — NMR (3 00MHz, DMSO-d 6 ) , 6 

(ppm) : 11. 00 (1H, s), 10. 42 (1 
H, brs) , 10. 18 (1H, s) , 10. 0 4 

(1H, brs) , 8. 64 (1H, d, J = 7. 6H 
z) , 8. 47 (1H, d, J = 8. 3Hz) , 7. 2 

0 (2H, t, J=8. 3Hz) , 7. 00-7. 10 
(3H, m), 5. 42 (1H, brs), 5. 35 
(1H, brs), 5. 21 (1H, brs), 4. 9 

1 (1H, brs), 4. 02 (2H, m), 3. 75 
(3H, s) , 3. 5 0-3. 7 0 (3H, m) , 3. 

4 0 (1H, m) 

nmm i 

[0 14 4] 

lite i] 




T?$c£tl§fo&® : mmmA^btitcit^9 Omg 
£N, N-^f;^;H7;Klml«SU (2 
R, 3S) -3, 4-0-^ y:/nf Ux>--2, 3, 
4- hV t Kn^r>>^^^ ^7/V3^b K5S?K6 7mg 
£}JDx.. 8 0t:T*7^ N ^fl-C 3 0 |«Jf# Lfco -ft 
^tK5 Om 1 SrADx.. g^^/w (5 Om 1 X 2) 

;l/3ml|I^U t7rfy^^LH-20 (1. 8 
X2 5cm) <D?u^ MfrKljWt, ^/-/I'TigtijL 

(OS; (3 3) T-*£tl3te-g*l 12mg^#t 
[0145] Rfl: 0. 1 4 (^/W^ttiS, ^r-if/l^ 
y^6 0F 254 , SIB^ ; ^nnrfvWM 
= 4 : 1) 

FAB-MS (m/z) : 6 9 2 (M+H) + 
1 H — NMR (300MHz, DMSO-d 6 ) , 6 
(ppm) : 11. 01 (1H, s), 10. 70 (1 
H, s) , 1 0. 4 5 (1 H, s) , 1 0. 0 5 (1 
H, s) , 8. 75 (1H, d, J = 7. 4Hz) , 
8. 47 (1H, d, J = 7. 4Hz) , 7. 21 (2 
H, t, J = 7. 4Hz) , 7. 00-7. 10 (3 
H, m), 6. 26 (1H, d, J = 6. 7Hz), 
5. 44 (1H, d, J = 5. 9Hz) , 5. 39 (1 
H, brs), 5. 24 ( 1 H, d, J = 5. 9H 
z) , 4. 93 (1H, d, J = 5. 9Hz) , 4. 3 

1 (1H, dd, J = 6. 7, 11. 9Hz) , 4. 2 

2 (1H, t, J=6. 7Hz) , 4. 10 (1H, d 
dd, J = 6. 7, 6. 7, 11. 9Hz) , 4. 05 

(2H, m) , 3. 91 (1H, t, J=6. 7H 
z) , 3. 76 (1H, m) , 3. 57-3. 71 (2 
H, m) , 3. 4 0 (1H, m) , 1. 4 5 (3H, 
s) , 1. 3 6 (3H, s) 
SOS0»J3 2 

a; 

[0 14 6] 
Ut6 2] 
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I' / . 




(34) 



yx/uft^mM&Voi OmgSriDx., ^a-ei ara*# 

»U t7r7y^^LH-20 (1. 8 X 2 0 c m) 

fftp»iBS:»*ttH't5cfcfci9, (3 4) 

2. 3ngt»t 

[0147] Rfffl: 0. 49 (^A^ttSl, if/U 
y^6 0F 2S4 , g|»I;^nn*M:^#/- 
A' : T h^fc Kn77^=3 : 1 : 1) 
FAB-MS (m/z) : 6 8 8 (M+H) + 
1 H-NMR (300MHz, DMSO-d 6 ) , 6 

(ppm) : 10. 9 8 ( 1 H, s) , 10. 8 7 (1 
H, s), 10. 42(1 H, s) , 10. 05(1 
H, s) , 8. 54 (1H, d, J=7. 9Hz) , 
8. 38 (1H, d, J = 7. 9Hz) , 7. 84 (2 
H, d, J = 8. 7Hz) , 7. 44 (2H, d, J = 
8. 7Hz), 7. 19 (2H, t , J = 7. 9H 
z) , 7. 0 0-7. 0 8 (3H, m) , 5. 43 (1 
H, d, J=4. 7Hz) , 5. 35 ( 1 H, br 



s) , 5. 
0 (1H, 
m) , 3. 
H, m) , 
s) 

[0 14 8] 
Ift6 3] 



23 (1H, d, J=4. 9Hz) , 4. 9 
d, J=4. 4Hz) , 4. 04 (2H, 
75 (1H, m), 3. 55-3. 70 (2 
3. 4 0 (1 H, m) , 2. 4 2 (3H, 




(35) 



T&t£ti9v&to : mmm i v&btuzit&vo 2 0 m g 

7*- h 0 . 1 m 1 SrJnx:. IMt 2 B*IBlfE# Lfc 0 % 
&SrfiiHil£@U ^?/^Hmll:g»U t7rr 
>^^LH-2 0 (1. 6 X3 0 cm) ^n^Hl: 

ftB-ractfcio, *aos: (35) -eusfts^ 

ftl2mg £#fc 0 

[0149] Rff: 0. 38 (^/W^ttSS, *—H/l> 
^6 0F 254 , «I;^Dn^:^^7- 

r b5t Ko7?y = 2 : 1 : 1) 
FAB-MS (m/z) : 6 5 3 (M + H) + 
1 H — NMR (400MHz, DMSO-d 6 ) , 5 

(ppm) : 11. 00 (1H, s), 10. 40 (1 
H, brs), 10. 10 (1H, brs), 9. 48 

(1H, s), 9. 50(1 H, s),8. 67(1 
H, d, J=8. 3Hz) , 8. 50 (1H, d, J = 
8. 3Hz) , 7. 48 (2H, d, J = 7. 8H 
z) , 7. 27 (2H, t, J = 7. 8Hz) , 7. 2 
0 (2H, t, J = 7. 8Hz) , 6. 95-7. 10 

(4H, m) , 5. 43 ( 1 H, d, J=4. 2H 
z) , 5. 30 (1H, brs) , 5. 23 (1H, b 
rs), 4. 95 (1H, brs) 
m) , 3. 7 5 (1H, m) , 3. 
H, m) , 3. 3 8 (1H, m) 
*JS#J3 4 

[0 15 0] 

lite 4) 



4.0 3 (2H, 
5 8-3. 7 0 (2 
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7 4 Kl 6 |i 1 SrJp*., Sfi-C2l*IBHS»Ufc 0 

0 (1. 6X2 0 cm) ^P-?H 

*eH1-«^i:fcJ:5, *JSO^ (3 6) T«SF*t*fls 
»12mg £#fc 0 
[0151) Rfft: 0. 57 (;*y>Wtt», £/U 
0 F 2S4 , SMffiR ; * n n : y * y - 

;W:7h7fcKn77y=2 : 1 : 1) 
FAB-MS (m/z) : 6 3 9 (M+H) + 
1 H-NMR (2 0 0MHz, DMSO-d 6 ) , 6 
(ppm) : 11. 35 (1H, brs), 11. 04 
(1H, s), 10. 45 (1H, brs), 10. 0 

8 (1H, brs), 8. 66 (1H, d, J=8H 
z) , 8. 49 (1H, d, J = 8. 5Hz) , 8. 0 
4 (2H, d, J=7. 1Hz) , 7. 55-7. 78 

(3H, m) , 7. 20 (2H, t, J=8. 5H 
z), 7. 00-7. 15 (3H, m), 5. 45 (2 
H, brs), 5. 25 (1H, brs), 4. 97 

(1H, brs), 4. 02 (2H, m), 3. 5 5- 
3. 8 2 (3H, m) , 3. 4 1 (1 H, m) 

mmM3 5 

[0 15 2] 
Ht6 5] 




SrN, N-Wf^#/UA7SKl. 5mll:gi!fU 
a - bf3 y ygt K?^K3 OmgSriDx., 8 0tT*2 
^[SS^Lfco :tl»xf;U5 0ml iSftU 

jg#U t7rry^^LH-20 (1. 8X15c 
m) 0^a-7h|Wl ^^/-;K«ULf: 0 B& 
•Sr^tf^BSrjMBeBi-SrtlciJ:?, (3 
7) -C«*iiaft^ft3 0mgSr»fc o 

[0153]Rftt:0. 58 (y/t^&K, ^r-^/W 
y/V6 0F 254 , RH&ft; : y *y- 

;V:rF7tKD77y=2 : 1 : 1) 
FAB-MS (m/z) : 6 40 (M+H) + 
1 H — NMR (300MHz, DMSO-d 6 ) , 6 

(ppm) : 11. 43 (1H, s), 11. 02 (1 
H, s) , 10. 4 5 (1 H, s) , 10. 0 7 (1 
H, s), 8. 82 (1H, d, J = 4. 2Hz), 
8. 75 (1H, d, J = 7. 3Hz) , 8. 48 (1 
H, d, J = 7. 8Hz) , 8. 12 (2H, m) , 
7. 75 (1H, m), 7. 20 (2H, t, J = 7. 
0Hz) , 7. 00-7. 15 (3H, m) , 5. 45 

(1H, d, J=6. 3Hz) , 5. 40 ( 1 H, br 
s) , 5. 25 (1H, d, J = 6. 3Hz) , 4. 9 
6 (1H, brs), 4. 04 (2H, m), 3. 76 

(1H, m) , 3. 5 5-3. 7 2 (2H, m) , 3. 
4 2 (1 H, m) 

mmms 6 

[0 15 4] 
[ft6 6] 




^S*LS*fr&» : H*«AT?»fe^fc<b-a*3 Omg 
SrN, N-Wf/U*M7S Kim 1 K£M|U 2- 
tK?^;x^y-;V3 0mgS:lD^ 8 0^2^0 

*gfi?U t7rfy^^LH-2 0 (1. 8X20 c 
m) tf)^n^ y * y -/w-CSHJ Lfco Bft 

*Sr^tr»lift«l8ftB'r5^i:KJ:9, 3*«*>5*; (3 
8) -C«£ft5ffcS*3 2mgSr#fc 0 
[0 15 5] Rfft: 0. 32 (y/l^ttS, *-i?A- 
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o f 254 , mmmm : * 9 j -a> 

= 2 : 1) 

1 H-NMR (3 00MHz, DMSO-d 6 ) , 6 
(p pm) : 1 0. 9 1 (1H, s) , 10. 3 5 (1 
H, brs), 9. 98 (1H, brs), 8. 70 
(1H, d, J = 6. 7Hz) , 8. 53 (1H, d, 
J = 6. 9Hz) , 7. 18 (2H, t, J = 7. 6H 
z), 6. 99-7. 06 (3H, m) , 5. 76 (1 
H, t, J = 5. 2Hz) , 5. 4 1 (1H, d, J = 
5. 6Hz), 5. 32 (1H, brs), 5. 20 
(1H, d, J = 5. 2Hz) , 4. 90 (1H, br 
s), 4. 51 (1H, t, J =4. 9Hz), 3. 9 
6-4. 0 6 (2H, m) , 3. 7 3 (1H, m) , 
3. 5 5-3. 7 0 (4H, m) , 3. 39 (1H, 
m) , 3. 12 (2H, m) 

[0 15 6] 
[ft6 7] 




x^ftibit^m : mmmA-?m>itftit<&®4 om g 

N-^f K2m 1 tSSl, 1 - 
T ^ J tf n y v^ifi^Jg 1 0 m g RWRIMc*^ h !> * 
ATk^MO. lml£*D*U 8 0t-r2«j$U o 
:tl|:*4 0ml SrJP;t, ft®^^ (4 Om 1 X 2) 

U t77Ty?^LH-2 0 (1. 8 X 2 0 cm) <D 

fr^Wfc^ttlirsc&fcitK ^S^S: (3 9) "C 
*SftSft£*10. 0mg£#fc o 
[0157] Rffi:0. 3 3 (^/l^ttK, 3r-if>^ 
^6 0F 254 , SBB^jK; *nn*/W. : *9/->V 
= 4 : 1) 

FAB-MS (m/z) : 5 8 9 (M+H) * 
1 H-NMR (300MHz, DMSO-d 6 ) , 6 
(ppm) : 10. 91 (1 H, s), 10. 35 (1 
H, s) , 9. 9 5 (1 H, s) , 8. 7 8 (1 H, 
d, J=8. 3Hz) , 8. 52 ( 1 H, d, J = 8. 
3Hz) , 7. 16 (2H, t, J =7. 6Hz) , 



6. 98-7. 06 (3H, m) , 5. 40 (1H, 
d, J = 5. 5Hz) , 5. 33 (1H, t, J = 5. 
7Hz) , 5. 18 (1H, d, J = 5. 5Hz) , 
4. 85 (1H, d, J=4. 8Hz) , 4. 02 (2 
H, m) , 3. 7 4 (1H, m) , 3. 5 3-3. 6 8 
(2H, m) , 3. 3 0-3. 4 2 (5H, m) , 1. 
9 7 (4H, m) 
M6093 8 

[0 15 8] 
Ufc6 8] 



NH 2 




V&ZtlZik&m : PCTiB^B WO91/180 
0 3 \cm^^tltcit^^ 6 -^y^t^rv^^ 7->\s- 
1, ll-^y^l/t^rV-12, 1 3-ft Kn- 
5H->fyKn [2, 3-a] fc>nn [3, 4-c] # 
7 (6H) -^9 0mg,»ft« 
1. 3 g Rtf 4 A^t U^ra 5— W 5 5 0 m g Srt* 

^y3 0mn:«u 2o^mmmmLtcm, 

a -:/n^- 3 -"7 IT* is- 3 -7^ K~ 2, 4, 6- 
HJ7tf;l/-D-^^4 16. 4mgCD«7K^< 

L£o Hflfcnfyw 50mll: 

«#PU o. 2NM> Ri^fift*itok^*i*L 
fell, mMm-ThV !>A-eK*«jMBftHLfco -tt 
Jr^PP^5ml(:gj!?U t77T3'^^LH- 
2 0 (3. 0X8 Ocm) (O^ n -v hfg{C/^tf\ ^nn 

h> : f7t Kn75y=3 : 1 : 0. 1 (R f : 
0. 5) % ftV^h/l/xy : Tir Y>= 10:1 (R 
f : 0. 5) ] «rffllvC»«U Bttfcf «6-^<^ 
A^^v^ ?7U- 1 , 11 -^y^t^rv'- 1 2 , 
13-ftKn-13- (p-D-?/ls^t°7 / t/sls) 
-5H-fyKD [2, 3-a] tron [3, 4-c] 
/V- 5, 7 (6H) -^9. 2mg^ 

/Co 

[0 1 5 9] r 0 LT#e>ttfcft^9. 2mg^tK 
7^1*»lml«U Sa-C4I«|R|««5U 
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tc 0 £jx£R»3i?VW3 Om lfcjEfoU 0. 2Nfi 
Wl* *, &^Tffift£J£*^ife#Lfc&, MTkBSS^h 
y*AT^&8«S£@Lfc 0 wftSr^b^fc Kn77 
>0. 5ml-^/-;HmlMU /<yis$J* 

fco ^S^^^y-^O. 5mll«U t7rr^ 
^LH-20 (1. 0X15cm) <0^n-eh^|c^ 

*JSoS: (4 0) -e*£*i5ft:£» 

2. 0mg£r#fc o 

[0 1 60] Rfffi: 0. 5 (*/U*tt« f tf/wy 
7W6 0F 254 , 8BB»K; n-^y-^:ft»:* = 
4:1:1) 

FAB-MS (m/z) : 5 3 4 (M+H) + 
1 H — NMR (4 00MHz, DMSO-d 6 ) , 6 
(ppm) : 10. 80 (1H, s), 10. 48 (1 
H, s) f 10. 20 (1H, s) , 8. 79 (1H, 
d, J = 7. 9Hz) , 8. 52 (3H, br) , 8. 
50 (1H, d, J = 9. 2Hz) , 7. 61 (1H, 
d, J = 6. 6Hz), 7. 16 (1H, dd, J = 
9. 2, 9. 2Hz) , 7. 10 ( 1 H, d d, J = 
9. 2, 9. 2Hz) , 7. 05 (1H, d d, J = 
9. 2, 9. 2Hz) , 7. 00 ( 1 H, dd, J = 
9. 2, 9. 2Hz) , 6. 42 ( 1 H, d, J = 5. 
2Hz) , 6. 16 (1H, d, J = 3. 9Hz) , 
5. 18 (1H, br) , 4. 93 (1H, br) , 
4. 4 0 (1H, m) , 4. 16 ( 1 H, m) , 4. 0 
3 (1H, m) , 3. 78 (1H, m) , 3. 6 8 (1 
H, m) , 3. 4 2 (1 H, m) 

[0161] 
[ft6 9] 



0 




SrN, N-^f;^A75 Kl. 5mllCg»U 
8M$Lfc 0 :M|»xf/u3 0ml *®ftU & 



/v*J>Slc*§«IU t7rf^^^LH-20 (1. 5x 
15 cm) ©^n^MSfcuMf, /-/WTigtHL 

OS: (4 1) ■?*£jfc5ffr&4fe2 7. 8mg£#fc 0 
[0162] Rffi: 0. 53 (*/V?tiM f *—V;V 
y^6 0 F 254 , Mffl&m ; ^ n nzJvW, \*9J- 
/V:ff7tKn77^=3:l:0. 1) 
FAB-MS (m/z) : 60 1 (M + H) * 
1 H — NMR (3 00MHz, DMSO-d 6 ) , 8 
(p pm) : 1 1. 14 (1H, s) , 11. 0 1 (1 
H, s) , 1 0. 4 2 (1H, s) , 1 0. 04 (1 
H, s) , 8. 65 (1H, d, J = 7. 6Hz) , 
8. 47 (1H, d, J = 7. 6Hz) , 7. 21 (2 
H, t, J = 7. 6Hz) , 7. 05 (3H, t, J = 
7. 6Hz) , 5. 41 (2H, d, J=4. 5H 
z) , 5. 19 (1H, d, J = 6. 8Hz) , 4. 9 
0 (1H, d, J=6. 8Hz) , 4. 13 (2H, 
s) , 4. 0 4 (2H, br), 3. 7 5 ( 1 H, 
m) , 3. 6 4 (2H, m) , 3. 4 3 (1H, m) 

[0 16 3] 
[ft7 0] 




-C^SftSffrS* : 1 2, 13-^tKo-l, 11- 
5?fc Kn**/-1 3- (0 -D- $0W=i \fy / - 
5H — OVu [2, 3-a] tfuo [3, 4-c] # 
;W<*/—;\,-5, 7 (6H) -^yi gSrT 1 h7 t K 
D77^2 5mll:S»U mbt&>*JTV*9W^ 

ifcSg£ig©Lfco ^*t«rt K7^y-*»3mU^ 

0ml &io;LT£r5«W*JtttU «Sbk, y*/- 

(4 2) -e^tl^fe6 8 3. 4mg£#fc 0 
[0 1 6 4] HPLC ; R t, 10. 5ft($yJ*:9 
D-7hL^y^ODS, rtS4. 6mm, SJ2 50m 
m, &ffl;UV3 0 5nm, ft% ; lml/», &ft 
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; *9S—fr\1fi=% : 4) 
FAB-MS (m/z) : 5 6 3 (M+H) * 
1 H-NMR (3 0 0MHz, DMSO-d 6 ) , 6 
(p pm) : 1 0. 9 (1H, s) , 8. 8 7 (1H, 
d, J = 7. 8Hz) , 8. 65 (1H, d, J = 7. 
8Hz) , 7. 35 (1H, t, J=7. 8Hz) , 
7. 23 (1H, t, J = 7. 8Hz) , 7. 25 (1 
H, d, J = 7. 8Hz) , 7. 18 (1H, d, J = 
7. 8Hz) , 6. 90 (1H, d, J=9. 3H 
z), 5. 40 (1H, brs), 5. 18 (1H, b 
rs), 5. 00 (2H, brs), 4. 90 (2H, 
brs), 4. 06 (6H, s) , 4. 00 (2H, 
m) , 3. 7 8 (1H, m) , 3. 6 3 (2H, m) , 
3. 4 2 (1H, m) 
«£«4 1 

[0 16 5] 
Ut7 1] 



N=CH-000H 




0fc*V^T»6Jlfcfb^*6 7 9mg iosaos: (4 
3) vm$inZ>it&%>7 0 8. 8m g r#fc 0 
[0 1 6 6] HPLC ; R t, 10. 9#(#9A:^ 
nvM/^nODS, rtS4. 6mm, g^2 50m 
m, ; UV3 1 Onm, ifcig ; 1 m 1 /#, &ft 

ffi;T"fe:h^hy/W:7K=2 : 8 ->T1r h ~ MJ ^ : * 
= 6:4, 3 0^1!J^7^7^yh) 
FAB-MS (m/z) : 6 1 8 [M] + 

1 H — NMR (400MHz, DMSO-d 6 ) , 5 
(p pm) : 13. 5 (1H, brs) , 11. 1 (1 

H, s) , 9. 0 1 (1H, s) , 8. 8 3 ( 1 H, 
d, J = 7. 8Hz) , 8. 63 ( 1 H, d, J = 7. 
8Hz) , 7. 39 (1H, t, J=7. 8Hz) , 
7. 37 (1H, t, J = 7. 8Hz), 7. 29 (1 
H, d, J = 7. 8Hz) , 7. 22 ( 1 H, d, J = 
7. 8Hz) , 6. 94 (1H, d, J=9. 3H 
z) , 5. 43 (1H, d, J=5. 4Hz) , 5. 2 

2 (1H, d, J = 5. 4Hz) , 5. 01 (1H, b 
rs), 4. 93 (1H, d, J = 5. 4Hz), 4. 
07 (6H, s) , 4. 05 (1H, m) , 3. 96 



(1H, m) , 3. 7 9 (1H, m) , 3. 6 0 (2 
H, m) , 3. 4 4 (1 H, m) 

[0 16 7] 
lit? 2] 



NH-CH 2 -COOH 




xazti&tt&m : mmm4 1 \z^x»b*iitit^m 

7 0 4mg£rN, N-^fM/WU'l Omll: 
10%/^7^^-Si (Pd-C) 60mg 

hfitz.mm\mm^^2 oomi ^mmt^ 

^thy^^tpH8tLfe7k (5 0ml) "C»UJL 
fco *S£pH2<h Lfcft, S»:n^vU (5 0 0ml) 
xmm Lfco Ifflfcai^JiS: 2 h 9 V A* 

(70ml) KTtttiiUt. 2%«***^h5CrA* 

A Wl3cm, g£3 0cm) left***. 3 
00mlO^?/-^t»HlLfc. 

HPLC (*9A: ?ovH/y?^OD 
S, rtg2 0mm, *^2 50mm, &trj;UV3 10 
nm, JftiS; 9ml/», 3£»*B ; 7i? h~ h !> /V : * 
= 2 5:7 5) [CX^LtZo B 

15M7A^nYh^77>f- WS3cm, §£6 
3 cm) (CttU * : P<*/-/U=9 : lt»UlU B 

OS: (4 4) -C*Sfr6fc**«!H-hy 2 
m g SrWfco 

[0 1 6 8] HPLC ; R t, 8. 9#(#7^:^n 
vH/y^^ODS, rtS4. 6mm, fiS2 50m 
m, ftU ; UV3 1 0 nm, ; lml/», ^» 
fli;T^h=hy/U:7k: H)7^*n||t=30 0 : 
7 0 0: 1) 

FAB-MS (m/z) : 6 4 3 (M + Na) + 
1 H-NMR (4 0 0MHz, DMSO-d 6 ) , 6 
(ppm) : 10. 9 (1H, brs), 8. 85 (1 
H, d, J = 7. 8Hz) , 8. 63 (1H, d, J = 
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7. 8Hz) , 7. 3 3 (1 H, t, J =7. 8H 
z) , 7. 31 (1H, t, J = 7. 8Hz) , 7. 2 
4 (1H, d, J=7. 8Hz) , 7. 16 (1H, 
d, J = 7. 8Hz) , 6. 89 ( 1 H, d, J = 9. 
3Hz) , 5. 63 (1H, brs), 5. 4 2 (1 
H, brs), 5. 10 (1 H, brs), 4. 99 
(1H, brs), 4. 06 (6H, s) , 4. 02 
(2H, m) , 3. 80 (1H, m) , 3. 67 (1 
H, t, J = 8. 8Hz), 3. 58 (1H, m) , 
3. 42 (1H, t, J=8. 3Hz) , 3. 34 (2 
H, s) 
j|Jfe#j4 3 

[0 16 9] 
[fc7 3] 



N-CH-OOOH 




(45) 



: Mt&ffl 4 "CW h tltiiti^ty) 7 0 m g 

M(D#, (4 5) t?$J}lSft^2 3. 8mgm o 
[0170] FAB -MS (m/z) : 6 4 1 (M+ 
H) + 

1 H-NMR (4 00MHz, DMSO-d 6 ) , 6 
(ppm) : 10. 8 (1H, s) , 9. 26 (1H, 
d, J = 7. 8Hz) , 9. 09 ( 1 H, d, J = 7. 
8Hz) , 8. 9 4 (1 H, s) , 7. 7 8 (1H, 
d, J = 7. 8Hz) , 7. 74 ( 1 H, d, J = 7. 
8Hz) , 7. 50 (2H, t, J = 7. 8Hz) , 
6. 98 (1H, d, J=9. 3Hz), 5. 44 (1 
H, d, J=5. 9Hz) , 5. 33 (1H, br 
s) , 5. 0 9 (1H, d, J = 5. 4Hz) , 3. 9 
6 (2H, m) , 3. 8 5 ( 1 H, m) , 3. 6 7 (2 
H, m) , 3. 5 9 (3H, s) , 3. 5 6 (1H, 
m) 

MS094 4 

[0 17 1] 
Ut7 4] 




MOS (4 6) X*££ivZ{t&y02 1 Omg«:|fco 
[0 17 2] 

FAB-MS (m/z) : 6 4 3 (M+H) + 

1 H — NMR (5 00MHz, DMSO-d 6 ) , 5 

(ppm) : 10. 7 (1H, s) , 9. 26 ( 1 H, 
d, J=7. 8Hz) , 9. 09 (1H, d, J = 7. 
8Hz) , 7. 74 (1H, d, J = 7. 8Hz) , 
7. 71 (1H, d, J = 7. 8Hz) , 7. 46 (2 
H, t, J=7. 8Hz) , 6. 93 (1H, d, J = 
9. 2Hz), 6. 00 (1H, brs), 5. 42 

( 1 H, brs), 5. 31 (1H, brs), 5. 0 
3 (1H, brs), 3. 96 (2H, brs), 3. 
85 (2H, s), 3. 83 (1H, m), 3. 59 

(3H, s) , 3. 5 0-3. 7 0 (3H, m) 

mmw4 5 

[0 17 3] 
Ut7 5) 



NHCHO 




£±9, mmVjK, (4 7) Xm£ixZ)it&y04 8. 2m 

g zmz 0 

[0 17 4] 

FAB-MS (m/z) : 613 (M+H) + 
1 H-NMR (400MHz, DMSO-d 6 ) , 6 
(p pm) : 10. 9 (1H, brs) , 10. 8 (1 
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H, brs) , 9. 20 (1H, m) , 9. 03 (1 
H, m) , 8. 48 (1H, s) , 7. 75 (1H, 
d, J = 7. 8Hz) , 7. 70 (1H, d, J = 7. 
8Hz) , 7. 45 (2H, t, J = 7. 8Hz) , 
6. 93 (1H, brt, J=9. 3Hz), 5. 41 
(2H, m) , 5. 04 (1H, d, J=5. 9H 
z) , 3. 9 9 (2H, brs), 3. 86 ( 1 H, 
m) , 3. 60 (3H, s), 3. 52-3. 67 (3 
H, m) 
»I4 6 
5£ 

[0 17 5] 
Hfc7 6] 



NHCOCHa 




-e** ttsfte* : nmmAx^btitzit&m 14.1 

9. mmcD^ (4 8) t«^5ft^l3mg^ 

fco 

[0 17 6] 

FAB-MS (m/z) : 6 2 7 (M+H) + 
1 H-NMR (5 0 0MHz, DMSO-d 6 ) , 6 
(ppm) : 10. 8 (2H, s) , 9. 20 ( 1 H, 
m) , 9. 0 4 (1H, m) , 7. 7 4 (2H, m) , 
7. 47 (2H, m) , 6. 93 ( 1 H, m) , 5 . 4 
1 ( 1 H, m) , 5. 32 (1H, brs), 5. 04 
( 1 H, m) , 3. 96 (2H, brs), 3. 85 
(1H, m) , 3. 58 (3H, s) , 3. 50-3. 
7 0 (3H, m) , 2. 12 (3H, s) 

* 

[0 17 7] 
Ift7 7] 




Um&tlZfc&yo : 1 2, 13-v ? tKn-2, 10- 
v>fc Kn^-l 3- - 
5H-^yKn [2, 3-a] tfnn [3, 4-c] # 
^-5, 7- (6H) ^^3. 2mg(Cfc:K 

fco rtiSrBK^^-o. 2NM^Elfet, ft 
*LH-20 (1. 0X5cm) h jgKltt U 

s^icta, mm?)*, (4 9) ^*$nsft-&*3. 

0 m g £#fc 0 

[0 1 7 8] R f ffi : 0. 2 2 0*/l^tt» f 
^6 0F 254 , S5SgI;^Pn^/l/A:^^/- 
/U: r by t Kn77y=3 : 1 : 1) 
FAB-MS (m/z) : 5 3 4 [M] + 
'H-NMR (3 0 0MHz, DMSO-d 6 ) , 6 

(p pm) : 1 1. 1 6 (1H, s) , 9. 7 6 (1 
H, s) , 9. 7 3 (1H, s) , 8. 9 0 ( 1 H, 
d, J = 7. 3Hz) , 8. 82 ( 1 H, d, J = 7. 
3Hz) , 7. 18 (1H, d, J = 2. 0Hz) , 
6. 98 (1H, d, J = 2. 0Hz) , 6. 83 (2 
H, dt, J = 2. 0, 7. 3Hz) , 5. 97 (1 
H, d, J=7. 2Hz) , 5. 84 (1H, t, J = 
3. 3Hz), 5. 32 (1H, d, J = 5. 3H 
z) , 5. 10 (1H, d, J = 5. 3Hz) , 4. 9 
3 (1H, d, J=5. 2Hz) , 4. 90 (2H, 
s) , 4. 0 4-3. 8 6 (2H, m) , 3. 78 (1 
H, m) , 3. 6 0-3. 3 5 (3H, m) 
H160S4 8 

[0 17 9] 
[fb7 8] 
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HNCHO 

I 




VmZtlZik&Vo : 2, 10-^tn-12, 13 
-^tKn-13- (g-D-^3^7A>;H -5 
H-^fyKo [2, 3-a] t:°un [3, 4-c] ^ 
/<:A-/U-5 f 7 (6H) -v^>7. Imgfci&JiCfc 
K7^0. 4mlSrJ0^ffl{CT4O4>IHia»Lfc. 
rftfcgifigl 1 . 3 4ml «rJn*ifc«* l»**"A'-ett 
fflL^c 0 !»3i^JiSr*aQ«*libfc«. £S»£N, 
N-^^f;^A7^ K3. 7mK SiBltO. 37 
rnlKSdU ^m^T^«at^Lfco rftMMfcn*- 

*i©3i^;-M:IWI|U t777 5/^^LH-20 

^tf^HSrjiiitttH-rswfcfcio, mmo* (50) 

[0 18 0] FAB-MS (m/z) : 5 6 6 [M] + 
1 H-NMR (4 00MHz, DMSO-d 6 ) , 6 

(ppm) : 11. 9 (1H, s), 10. 8 (1H, 
brs), 9. 07 (1H, dd, J = 5. 8, 8. 8 
Hz) , 9. 01 (1H, dd, J=5. 9, 8. 8H 
z) , 8. 4 5 (1H, s) , 7. 9 3 ( 1 H, b r 
d, J = 8. 8Hz), 7. 44 ( 1 H, brd, J = 
8. 8Hz), 7. 27 (2H, m), 6. 28 (1 
H, d, J = 8. 8Hz) , 6. 20 ( 1 H, br 
s), 5. 42 (1H, brs), 5. 13 (1H, b 
r d, J = 5. 4Hz) , 4. 96 ( 1 H, d, J = 
5. 4Hz) , 4. 09 (1H, brd, J = 7. 3H 
z) , 3. 94 (2H, m) , 3. 83 ( 1 H, br 
d, J = 7. 3Hz), 3. 58 (1H, m), 3. 4 
5 (1H, m) 
HJS0H4 9 

[0181] 
[ft7 9] 




OH OH 



yit/vttis* ^/u- i , li -^y^t^rv'- 1 

2, 1 3— 5*fc Kn-5H- OYrx [2, 3-a] fcf 
nn [3, 4-c] ^-5, 7 (6H) 

tVlOOmg, Rftffil. 4 gXtf4A^ei/^7- 
:/0. 7 gSrtl7K-<>'-^^4 Om ltcHMU 2 0 
»WilD«at«Ufc«. 3, 5-hy- 

O-Tir^A- D-!;^— ^OM7k-<^^l 0ml* 
*«rl 04>IBdMtTfllTUfco *&Jd3l*IBIJn«»*L 

fca, ^F*«s:-fe7-r h&jawraKfiut. 

SHLfc^. ft|xf/H00mlt»*U 0. 2N 

KlfiflBU t777>^^^LH-2 0 (2. 5X2 0 c 
m) CO^n^h^jC^tt, ^nn^tfWLt g 
ft&£^tf#B£«*fS£@U a*tvy*^ (2. 
5 X 2 5 cm) <D?u*? h/^^-g^^ 
*vM3 : 1) -e»fflU a«***tr»lf«r«IBttH 
Lfc 0 SM$?)I^WI^p^b^77^ (h/v 
aiSz-fHfcai^A^S : 1 (Rf =0. 6) ) SrJBV^T 

^*^>-12, 13-^fcKn-13- (J5-D- 
!J#7 7;^) -5H— ilsYn [2, 3-a] t°n 
n [3, 4-c] */W<>^— 7 (6H) 
> 2 0 . 8 m g £#fc 0 

[0 18 2) rOft^»2 0. 8mg£fc K?^^— * 
Si* 2 m lie** U £fi^2i$|«flt#l,fc. ^ixSrft 
&:n?vW3 Om 0. 2NM, *> jfcl^? 

*-/HC*fl*U t7777^^LH-20 (1. 0X1 
5 cm) <D?u-?h%\£frtt. ^^y-yW-C^ttlLfco 

h^77^- (^no^»^^y-/l,= 10:1 

(Rf = o. s) ) *m^xmmi~zzt\c£v. *s 

OS: (5 1) "e*SH5ft^2. 9mg5r#fc 0 

[0183] Rff :0. 5 (*/W*|rJ8, *-if>^y 
/V6 0F 254 , Jg|S*gg ; : 
10:1) 

FAB-MS (m/z) : 6 8 4 [M] * 
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1 H — NMR (3 00MHz, DMSO-d 6 ) , 6 
(ppm) : 10. 45 (1H, s) , 8. 90 (1 
H, d, J=0. 75Hz) , 8. 68 (1H, d, J 
= 0. 75Hz) , 7. 18 (2H, d, J = 0. 75 
Hz) , 7. 11 (2H, d, J = 0. 7 5H z) , 
7. 20-7. 50 (11 H, m) , 5. 35-5. 4 
5 (5H, m) , 5. 17 ( 1 H, d, J=0. 38H 
z) , 5. 1 0 (1H, d, J=0. 4 5Hz) , 4. 
98 (2H, s) , 3. 90-4. 00 (2H, m) , 
3. 6 0-3. 7 0 (2H, m) 

[0 18 4] 

Uk8 o] 




(52) 



vmzMit&yo : mmmAx^hMzit^m 33.0 

mgSrN, N-^f;v*;VA7S K3m 1 tJgfjSIU 
t Kn*$/|Mfcfc K9^K8. 4mg^rJPx., 8 0tt 
2 0WjH$tfc„ rttSr«B«HL*:a^>*^^/ 
-/Wt»«IU t7rfy^^LH-2 0 (1. 5X2 
5 cm) <0*n^hJfloHf\ ^^/-^SliiLt, 

^Ml^iSU t77Tiy^^LH-2 0 (1. 5X 
15cm) O^n^H&tedM*, ^^y-/Vt?gUJL 
fee Btt«Sr^tf5>B*Wll«:H-r5^tKJ:9, *S 

(5 2) T^^^i2 9. 0mgW: o 
[0 18 5] 

FAB-MS (m/z) : 5 9 3 [M+H] * 
1 H — NMR (3 00MHz, DMSO-d 6 ) , 6 
(ppm) : 1 1. 00 (1H, s) , 1 0. 5 5 (1 
H, s), 10. 41 (1H, s), 10. 02 (1 
H, s) , 8. 63 (1H, d, J=7. 8Hz) , 
8. 47 (1H, d, J = 7. 8Hz) , 7. 20 (2 
H, t, J = 7. 8Hz) , 7. 04 (3H, m) , 
5. 88 (1H, t, J=7. 0Hz) , 5. 41 (1 
H, d, J = 6. 2Hz) , 5. 35 (1H, br), 
5. 20 (1H, d, J=6. 2Hz) , 4. 90 (1 
H, d, J = 6. 2Hz) , 4. 16 (2H, d, J = 



5. 7Hz),4. 03 (2 H, m),3. 74(1 
H, m), 3. 59-3. 68 (2H, m) , 3. 39 
(1H, m) 

mmms 1 

[0 18 6] 
[ft8l] 




(53) 



mg£N, N-^f^ATS Kl. 0mll:g| 
U a^tK?^a?ll3 5. Omg. tfrfc^ 
Bb*c*+M>^^*»«0. 5ml£JP*L> 80t-ei 
BM«#Lfc. £Ji«rWMfcHU a****/-^ 
fCgjSfU t7777^^LH-2 0 (1. 5X15 

cm) <D9whmcfrv* *?;-^xmm^tc 0 s 

(5 3) T*£tl3it;^2 0. 8mgWco 
[0187] Rff:0. 5 C*A^tt${, *~ #71^ 



7^6 OF, 



y * / : 



; * n n tfvW* 
Th7t Kp77V=2 : 1 : 1) 
FAB-MS (m/z) : 5 6 3 [M+H] * 
1 H — NMR (3 0 0MHz, DMSO-d 6 ) , 6 
(ppm) : 10. 90 (1H, s), 10. 35 (1 
H, s) , 9. 9 6 (1H, s) , 8. 7 2 (1H, 
d, J = 7. 9Hz) , 8. 54 (1H, d, J = 7. 
9Hz) , 7. 1 7 (2H, t, J = 7. 9Hz) , 
7. 03 (3H, m) , 5. 72 (1H, t, J=4. 
8Hz) , 5. 41 (1H, d, J = 6. 3Hz) , 

5. 35 (1H, t, J=4. 0Hz) , 5. 21 (1 
H, d, J=4. 0Hz) , 4. 87 (1H, d, J = 

6. 3Hz), 3. 96-4. 09 (2H, m), 3. 
7 3-3. 7 7 (1 H, m) , 3. 5 8-3. 6 7 (2 
H, m) , 3. 3 7-3. 4 5 (1H, m) , 3. 07 

(2H, m) , 1. 09 (3H, t, J = 7. 1Hz) 
2 

Bjg^* n=f— /U4 0 0 6 0 0g^ttltffllg*4 0 

o g \mm t tz.tm\cmmm 5 <o\\&m 5 0 g &mm u 
itmm$:m& • mm ufc/w tmc 5 m 1 -to^icss 
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Mm 5 <Dit&®> 2 5 0 m g %*tftt»*l t Lfc. ft 
5 %^3-^^W«5»K 5 0 0ml tC#&lt#J 5 m 
IHlOml (Hll^5<0^®)2 5 0mgd»lb5 0 
0 m g ) SrttAHIrK LT A*#aSB t Lfc. 
10 1 8 8J 



[0 18 9] 



